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(57) Abstract: A novel amine compound represented by 
the following general formula (1), which is effective in HIV 
viral infectious diseases and diseases such as rheumatism 
or cancer metastasis. [Chemical formula 1] (1) Typically, 
Ai and A 2 each represents hydrogen or an optionally 
substituted, monocyclic or polycyclic, heteroaromatic 
ring and W represents an optionally substituted benzene 
ring or a group represented by the following (10) or 
(11). [Chemical formula 2] (10) [Chemical formula 3] 
(11) X represents oxygen, CH 2 , C(=0), NR n , or CHR 35 
and D represents a group represented by the following 
formula (6). [Chemical formula 4] (6) In the formula 
(6), Q represents a single bond, NR 12 , or the formula 
(13): [Chemical formula 5] (13) Y represents a group 
represented by the following formula (7): [Chemical 
formula 6] or (7) (wherein Z represents an optionally 
substituted, monocyclic or polycyclic aromatic ring), and 
B represents -NR25R26- In these formulae, K x to R 2 6 each 
represents hydrogen, alkyl, alkenyl, or alkynyl. 



IT) 

o 



-(Cn 1fl R 19 )rT>3 - 
-(CR 20 R 2 i)f T1 4 " 



■(7) 



-(CR22R23)nn 5 " 



WO 2005/085209 Al 111 III II II III III Hill I II III lllll lllll lllll Hill Mill llll lllllll llll llll llll 



(57) Xttl: 

Msi] 

N (CRgFyns W— X D ( 1 , 

A 2 — (CR 3 R4)n 2 

1 2 

Hb2] 




(10) 



XttCX CH „ C(=OX NR s CHR $*fc>U DttTfB5£ 

2 11 35 

Mb4] 

Q Y B ( 6 ) 



12 

Mb5] 

o o o o u 

ii i i ii _ u_B— (13) 

am 

(CR ie R, g )m 3 

xs: '-■•* (7) 

(CR 20 R 2 i)m4 2 (CR22R 2 3)m 5 

B&-NR R fc**7i" D £-*W<DR -R fckaWJK^, T/W3rA^ TA-^/Hi, 

25 26 1 26 



WO 2005/085209 Al 11 111 II II II 



BT3-2 6-2 *3PHb*x3W*se*a ^Vam^wR 

Fjf ft Tokyo (JP). Ill* (YAMAMOTO, Masashi) 

[JP/JP]; t 1698503 KSaSHlESABr 3-2 6-2 ^ 
mit^JimW^^t ZLtym^W&fm Tokyo (JP). m 
AHtS (SAWA, Tomohiro) [JP/JP]; =f 1698503 ^^I^Sff 
?IIE^AfflT3-2 6-2 ft^<b^X**5S#a 
E3*ffi3S»T ft Tokyo (JP). Ifi* ^ (SUZUKI, Shigeru) 
[JP/JP]; t 1698503 m^^fJrS IE W A iT 3 - 2 6- 2 

ft^<b^x«*a*a ±Mmmw%,mft Tokyo (jp). 

(YANAKA, Mlkiro) [JP/JP]; =f 1698503 319; 
^iff?IIEMAfflT3-2 6-2 
£*fc|[^fiff3SFJf ft Tokyo (JP). 

(74) ft 31 A: US? , H(FUJINO, Seiya et al.); T 

1050001 scBi»?§Brty F12TB 7f 7^*ypi 
e;u4|gTokyo (jp). 

(si) »ffiHf**o)ft^iRy. ±x<Dmm<Dmto&mtf 

Plt^j: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, 
BW, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, 
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, HR, HU, 



ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, 
LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NA, 
NI, NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, 
SG, SK, SL, SM, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, 
US, UZ, VC, VN, YU, ZA, ZM, ZW. 

(84) ti^H (m^<otj:i^m i J s ±T<omm<D&»i&m 

3^pTt£): ARIPO (BW, GH, GM, KE, LS, MW, MZ, NA, 
SD, SL, SZ, TZ, UG, ZM, ZW), J.-7V7 (AM, AZ, 
BY, KG, KZ, MD, RU, TJ, TM), 3 — □ V /i (AT, BE, 
BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, 

IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, TR), 
OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, 
MR, NE, SN, TD, TG). 

— mmm&m&m 

<DJS-< #>*S -hj £#K!o 



WO 2005/085209 



1 



PCT/JP2005/004189 



m m m 

[0001] #3BBHfcJ\ T^t^mxm^mMm^^^m^^^^uVyiy^K 

[0002] ^b^m^^4/v^(Hw)(DmmKx^xmmir^^^^^mmm(AiDs) 

[0003] *fc, M*^*5V^T#<(Z)^-r/V^S^r7^^^J;^9^^V^b^ : L<^$^^ 

[0004] ttfiB(DM«9^ ^Hivf^ffl^-r^mao^-a-^^^^tvTVN^d^ mtifcfauh 
vtx&z> 0 

[0005] i^^^^^(D4 I *e&Jk^^^btt^i-^(D^^-r^v^v^, ^H&^^v-^-c 



WO 2005/085209 



2 



PCT/JP2005/004189 



DF-l a ^y^VKiri-^CXCR4^, T«^fattHIV<D^H£;i«-- <£«feR#^W 

alx4o-4c (m»\ #m$jcm9mm) as*&<**vcv ^„ 

[0006] — CXCR4J3:, HIV«W^^«^^a^«PiS^0J^,^^oTV^ o #IR 
[0007] ^ib<^S^1-3?M^J£LT, CXCR4^f^ffl^rW-r^)ff^, L£4>#tt 

#f^mi : H^r?H^00/06086^-/-?^^5/h 
##f^j|^l:*:fflS'^, ff§53#, H9-^\ 2031M(1998) 
##fr^CS£2: HSglM^;*, 10^ 29H(1998) 
##!^i»3:^l/^^-^>>:/, Jf!36#, Jg9^, 1012H(1999) 
##fF3CjfH: BSi^-r^^, 10^ 42M(1998) 
##f^;£ik5:lM^^(Science), 272, 872(1996) 
##fF3tifc6:^-f^— (Nature), 382, 829 (1996) 

##fFJCm7:>^— ^-/^^^^y^^/^^V^^O.Exp.Med) , 186, 
1383(1997) 

##fF^Cj|^8:> ? -r— ^/V^/^^^y^^/V^Vv^O.Exp.Med) , 186, 
1389(1997) 

#4#fF3CjiK9 : v^— ^/V^^^^y^^^/V^-rVi/^ (J.Exp.Med) , 186, 
1395(1997) 

##f^miO:^-r^-Y— (Nature), 410, 50(2001) 



WO 2005/085209 



3 



PCT/JP2005/004189 



[0009] ^mm^hu, Mtvfcm.^bv^/^ftm&^u */csdf-i a km-t^m 

AiDs^t^AiDs-pig^f^, m<Dmm<Dtc&(Dm&m±j&h^h(Dti.x7jk&tiz> 

mm<Dtcfo(Dmfemzi$: i b^h(DbL-x^ti%. -m^r^yi^m^m^x, 
t±iJiSbfc(pcT/jpo3/ii38i)^i^ ^(D'&zb\z.mmw\&m*&mjit 0 

[ooio] ^0j«TfB-^(i)-e^$tL5^^x«^^)^a^w^f^$tLM. Vu 
[ooii] Wfci] 

H (CR 5 R 6 )n 3 W X D ( ) 

A 2 (CR3FU)n 2 

[0012] ^(1)^P 

n „ n „ n liO-3(Olt^to 

1 2 3 

r , r % r , r , r , r i-i^fi^fimm^mw^. mmi^x^^xh^^mm 

1 2 3 4 5 6 



WO 2005/085209 



4 



PCT/JP2005/004189 



5 6 

1 2 

[0013] Wb2] 




(2) 



[0014] *£(2)^ 

7 8 9 10 

w^mmbrv vob«fcv ^yfyi, 3g=L<teTfE^ do) 
Mb3] 




(10) 



WO 2005/085209 



5 



PCT/JP2005/004189 



[0015] MM 




(id 



[0016] 5£(10)tfJR fifcfcsftBSC^ BifeLTVvtt>±V\K3j{8fcl— 15<DT/V^^ S^L 

30 

TV vOfc £V ^mWc2— 15<DT/VSr~;vm, M^LTV >Tt> £V ^*#C2— 1 5©7 

7 

T tT feCH *fc^CO^i~ 0 

12 2 

T tT }3\ T =NHtT =CO, ~£fz.t£T =CObT =NH^i~ 0 

3 4 3 4 3 4 

<«^^<D^#^ % O, CH , NR , CHR , XteTfB5£(3\ ^(12)^^5 

2 11 35 

R n f*7K*J^^-, g^LTV^J;V^^l-15(Z)T/Vdr/V-*, g^LTV^ 

35 



O (O)m-, 



5£(3)^ 

m l~ilXU2(DmWi:^ir 0 
i 



WO 2005/085209 



6 



PCT/JP2005/004189 



[0017] Mb6] 



T 5 

R 31 ^32 



(12) 



55(12)* 



31 32 

[0018] Wb7] 



;l^307;^;H^L,R £R teSi^f^ 

31 32 



/A 

M f 

v_/ 



N R13 Xl± 




Dtt±IBSK4)xriTIBSK6)-C^$n5SSr^ , f"o 

13 

[0019] Mfc8] 



(CR 14 R 15 )m 2 




(5) 



R17 



*S(5)* 

m ii2^40lt^f o 

2 

R , R , R % R f«^^A£^^ig^ N gmbTV^J;V^^mi— 15 

14 15 16 17 



WO 2005/085209 



7 



PCT/JP2005/004189 



V \Kg*HR2— 1 5<DT/V3c~/um, XfSB&l/rv ^Xh <tV ^^#C3— 15(D^)|^T/V 
[0020] [>fb9] 

Q Y B ( 6 ) 

n 

(3)xm$ti%m&. x^m^xhx\^m^v<^m^<Dmm^mm, wm^ 

2 

12 

[0021] Mbio] 

o o o o ,, 



12 

^:(i5) -eift$tb§K^i-o 
Mbii] 

R34 °l (15) 

O 

34 

YfeTm^0)xm£ti%m%^ir o 



WO 2005/085209 



8 



PCT/JP2005/004189 



[0022] Mb 12] 



(CR 1B R 19 )m 3 
•{CR 2 oR2i)fn4 



z- 



{CR22R23) m 5 



(7) 



3 



»LTV^Tt>iV^#^gt^U *7C, r©i^R <hR fi^^b-CV^iV^ 



r ,r ,r ,r fe^ti^tvm^Tkmm^.m^x^^xh^^mmmi-iB 

20 21 22 23 

(Dmm^mmm, nm^x^xh^mm\^<u^m^<»i5mMm, m&vx\^ 
-ow^— wm\M,x\^^n^^mmn, x.\t.mM^x\^xh^^mn, s 

, C\ NR x S=C\ 0=S=C\ Xf«(16)^-r o 



18 



19 



12 



18 



12 



[0023] [^ 13] 





(16) 



BteTtB^(8), ^ (H) xmzti^ ^-rtifr<Dm&^-r 0 



WO 2005/085209 



9 



PCT/JP2005/004189 



Qi 



r 

nhr 24 



(8) 



R 26 



27 

24 27 



24 27 



25 26 2 



m^^i—3^^m^x\^xh^^mwc2—i5<DT/v^/um^mu sat, r 

25 26 

^mmn, mm^mmm, mmm^vx^vxn^m^x\^xh^\\ 



25 26 2 

V \KKf !$C3- 1 5(D^^T/Vdr/VS, — m^^rl -3^-^.g^L-CV ^ «t V 

m2—i5(DT/v^/vm,xi^M^^i—3^m^x^^x^^mwc2— 

25 26 

mis] 



WO 2005/085209 



10 



PCT/JP2005/004189 




m iiOXttlt*^ m =0<Db^Q teCHX^CSb^ Q ttN. S. XfctO-CfotK m 

6 6 3 4 6 

3 4 

28 

6 3 4 

29 24 

[0024] ime] 




(14) 



33 12 



WO 2005/085209 



11 



PCT/JP2005/004189 



•C*>«9, Mfcfifr^vl'^ ^/^S. n-^nlf/H, ^fy^ntVH, n-^f/H, -fy 

mtTkm^frv, mTtfsrvtvm. l-^r^m. ^yy^^m, 

t^^at ^yywvgt, t^y-zvs. *-^y-/vgt f-ry-^t, 

-§^^^pLTv>§#^^(DiS^^#^^^^!ix.^h7tKi3^y^yyy^, 
nys?^ t^yyv, ^e/v^yy, ^^/w^flsw £>*b3 0 



WO 2005/085209 



12 



PCT/JP2005/004189 



BfrR (R )N--C^$ix.R tR ^m^^X\^X^X<,R tR fimW^&ls 

25 26 25 26 25 26 

25 26 

m^^x^vx^ttih^^vx^ ^mmm^-tth \zM^m\^x\ 
\a*. mjutefrfty^m, ^y^nm^mu ^mmm^\^xn^m^x 
\^m^\at. m^Thyw^y^-yv^m. Tby^^^—^n^mfh 

r xtt/RTiR timm^(8)xmtsth%&xh^x, ^<dr tc^rn^M 

25 26 29 

j$LTi^#i^m, R , R ^m^Tby])^m^>y^m^by^^y 

25 26 

T/V=3df-^/k^-/kT^y^, T/P-^r/V^-^-^, T^y^/Vtfwl^ v'T/Vdf- 
/VT5:y^/V*:— ^^y^*;^;H, p -h;Vxy^;V*^/H, :7rn^/V5£. 

p^V1K^\ ^e/v^yyS, TYy^nyy^/v^ 5-^/u-2-tty-i,3-i/tty 
—/v-4-4s^, z-^y-i^-ittvv-^y^y-yyy^vm, r^/v^v^ t;v 

^^;v^^;v^r^^ ^Yyy*—?v-5-4/vmmxmM-$~Z>^-b$:^fr-$- 0 ~ ~ 



WO 2005/085209 



13 



PCT/JP2005/004189 



1 2 

— sum. ^TvTy—/^mmh^tbxmi- 0 

Bfc&. ^^^> £fl®^ ?L^^ -^W^fifefi, ^^/v^mM, h/i^^Vk* 
i'Bfcfi, f^^&M. i/^V&M. vny|fe!l, y^/um&, 

^nt^tS, g§^, ^VWn^, ^^/i^ y^BfefcJf&^f 

[0025] ^K(DT5Wb^^LT}i^<D>fb^^J^i-§^i!^-e^6o 

2-[(4-^^°ntvvT$y-y^^)-(4-{[(iH-^r$^y— /v-2-^/vy^/v)-(i-y^/v 
-iH-^^^y^/w2-^y^/k)-T^y]-y^/H-^^v ? /^)-T^y]-^^y— /^[{t:^ 

$3No.l] 

)-T^/]-y^/H-iH-^>-X^^^y^/v-2--f/v)-^^-/v]-v ? ^ 0 ntvv-T5^Wt:^ 

^No.2] 



WO 2005/085209 



14 



PCT/JP2005/004189 



XV^V— )V-2-4^vyy^;vyV''^xi\£;v-T^y\A\^m^o.Z\ 

[4-(6-{[(lH— f^V— ;v-2-^(;v^;v)-ix-^;v-m-^^/— ;W2-Wf;w 

)-T5y]-y^/H-l-yW/v-lH-^yxV^V— ;v-2-4/v)-y*?-M-yzfv\i°7V- 

T5y[^^No.4] 

2-(4-^ntVVT^y-^^/V)-5-{[(lH--r$^ N X— /v-2--r/vy^-/v)-(i-y^/v-iH- 
-f^yV— /v-2— r/vy^/v)-T5/]-y^-/H-2,3-v ? tKn— ry-ryK— /v-\-3ri/[_ik 

2- (4-v ? y°ntWT^y-y^/v)-6-{[(iH-^5^y— /v-2-^/vy^vv)-(i-y^vv-iH- 
-f^y— /v-2-^/vy^/v)-T$y]-y^/H-2,3-v ? tKn--ry-ryK— ;v-\-3r>[_lk 

-£^No.8] 

N-(4-{[(itw^y — /v-2-^r/vy^/v)-T5:y]-y^/H-^<y ^)-Nyf;wN ' ,n ' 

N-y^/y-N-[4-({[i-(i-y^-/y-iH— r^^y— /y-2— r/vy^/v)-m— r^^y— /y 
-2— f /vy^/H-T5y}-y^-/v)— <y v'/v-n ' ,n ' -^/n^ y-i ,4-v^y Mb 

-g^lNo.lO] 

[4-(6-{[(lH-^yV— /v-2-^/vy^/v)-(l-y^vv-lH-^yV— ;v-2-^(;v^;v 
)-T^y]-y^/H-iH-^^^V-2-^/v)-y^7i^]-v ? y p n tyv-r^^Mb^-^iNo. 1 1] 
i-(4-^y°atvvT^yy^/v)-3-(44[(iH-^$^y— 7k-2--r/vy^/k)-(i-y^/k 

[4-(6-{[(iH-^5y^y— /v-2-^/vy^/v)-(i-y^/v-iH-^^y— /v-2-^/vy^-/v 

3- (3-> ? y 0 ntyvT^yy p ntvv)-8-{[(iH-/r^^y— /v-2-^r/vy^/v)-(i-y^/v-iH- 



WO 2005/085209 



15 



PCT/JP2005/004189 



<<^S— 7V-2-^/V^^/V)-T$y]-^^/H-3 ) 4-v ? tK^-lH-^<^yie][l,4]v ? Tiffc 0 

4-{[(3 , 5-^^7V-fc°U 1 H— T5^y — T/^^/V 

)-T5/]-^^/H-N-(4-v ? 7 0 ntVVT5/^^-/V-^^— /^-^^XT^KMt^^No.lS] 

T^y]-^^/H-N-(4-v ? 7 0 nt 0 /VT57^^-/V-^^^-/V)--<>'XT^KMb^No.l6] 
[4-(6-{[(lH-^XX— /V-2-^/^^/V)-(l-^^/V-lH-^5^j/— /V-2--f7M^VV 

)-r^y]-^^/H-3,4-> ? tKn-iH-/ry^yy^-2-^)-X ; ^/v]-v ? ^ 0 titvv-T5^[ 

[3-(6-{[(lH-^5^y— /V-2-^/^^/V)-(l-^^/V-lH-^^y— /V-2--r/^^/V 

6-{[(lH-^yy— /V-2--r/V^^-/V)-(l-y^-/V-lH-^5^y— /V-2-^/V^^/V)-T5 
y]-y^/H-5,6J3-^h7tKn-^^yV[l,2-a]t°y^^-2-^/V^^(4-^°ntVv 
^/v)-T^KMk^No. 19] 

N-(4-^y B ntvvT^/-y , ^/v)-4^[(i-y^/v-iH-^^^y-2-^/vy^7V)-(5-y^/v 
-lH-^r^^x— /v-2-^/vy^/v)-T^y]-y^/vK^^^/v)-y^^/v^^T^KWt: 

-^^No.21] 

N-(4-v ? Xnt°/VT^y-X^7V)-N-(4-{[(lH--r^XX— 7V-2--r/^^/V)-(l-^^/V 

-ih-^^^x— /v-2-^/vy^/v)-T5y]-y^/vh^^v ! 7v-)-4-y^/v-^^-ev^/v 

Wo.23] 

N-(4-{[(iH--r$xx—/v-2-^/M^-/v)-(i-^^-/v-iH--r^xx--/v-2--r/vy^/v)- 



WO 2005/085209 



16 



PCT/JP2005/004189 



if^No.24] 

N-(4-v ? 7°ntVVT^y-^^/P')-N-(4-{[(lH--r5^ N y— ;W2-Wf;VHl-^ 
-ltW^^V— r/^^/V)-T57]-^^-/H— <^v J /V)-TirhT5KWb'^No.25] 
l-(4-v ? 7°ntWT5y-^^/V)-3-(4-{[(lH-^5^y— /V-2-^7V^/V)-(l-^/V 

No.26] 

l-(4-v ? 7 0 ntWT^y-^^/v)-3-(4-{[(lH-^$^y— ;v-2-4;v^;v)-{\-^;v 
N-^^/WN-[4-({(l-^^/P--lH-^$^y— ;W2-Wf;WHH^V-4-^/V'* 

-/vO-m-^^y— /v-2— r/M^-/v]-T5y}-^^/v)— o-^/ki-n' ' ,n' '-^nt° 

[4-(6-{[(lH-^3:^i/— 7V-2-s(;V^;V)-(\-^;V-m-^d?y— ;V-2-^fV^;V 
T^tfk^No.29] 

6-{[(l?W^V— >v-2-4>V^>v)-(\-^3->v-\w-4^/— ;W2-Wf;V)-75 
y]-^^/H-^5^V[l,2-a]fc°y^^-2-^/V*V^(4-v ? 7°ntVk)-T5y-^^/V)-T^ 

N-(4-{[(ltW^V— /V-2— f/M^-/V)-(l-^^-/V-lH— T^^y^— /V-2— f/V^^/V)- 
T^y]-^^/H-<^v > /V)-N' ,N' -v ? ^nt°/V-N-(2,2,2-MJ^/V^-n-rc^/v)-^^ 
-l,4-^T$>t^^5No.31] 

n-(4-{[(i-^^^7v^— /v-itw^y— /v-2--r/^^/v)-( l-^^/v-iH— f^y 

— /W2-^y^/k)-T^y]-^/H-^^^)-N-^/k-N' ' ,N' y -*??xxy*>v-'79 

y-l,4-v ? T5yMk'^^No.32] 

3-[(4-v ? y o dtvvT5/-y^/v)-(4-{[(iH— r^^y— /v-2-^/vy^-/v)-(i-y^-/v 

^^No.33] 

3-[(4-v ? ^nt°/VT$y-^^-7V)-(4-{[(lH-^'$^y— /V-2-^f7l^vV)-(l-^/V 
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l-(4-^citVVT5y-^^/V)-3-(4-{[(lH--r5^y— /V-2-^/V^^-/V)-(l-^^-/V 
No.35] 

{3-[6-(4-{[(ltW^y— /V-2-^/V^^/V)-(l-^^/V-lH--f^yy— /V-2--f/V^^- 
No.36] 

N-(4-v ? 7°titVVT^y-^^/P')-2,2 ( 2-hy^/V^-n-N-(4-{[(lH-/r^^y— /k-2-^/k 
T5KW^#JNo.37] 

[4-(5-{[(lH-^5^y— /V-2-^/Vy^/V)-(l-y^/V-lH-^yy'—/V-2--f/M^-/V 
)-T^/]-y^/H-l,3-^tKn-^y^^K— /V-2-^/V)-^^/V]-v ? ^nt 0 /V-T^>'Mb 
-a^No.38] 

{4-(lE)-[2-(4-{[(lH-^5^y— /V-2-^/vy^7V)-(l-y^7V-lH-^^^ N y— 7V-2-^ 
No.39] 

{[4-((iz)-244-[(^y°ntvvT5y)-y^/v]-^^^/H-t^/v)-y^^/v]-y^/v}-(-Y 
5^ N y— /v-2-^/vy^-/v)-[(i-y^-/W5^ N y— /v-2-^/v)-y^-/v]-T5>-Mb^ 

No.40] 

{[4-((iE)-244-[2-(^y p nt°/vT^y)-^^-/v]-^^^/H-if^/v)-^ ; n^/v]-y^/v 
H^^^^—/v-2-^/vy^7V)-[(i-y^/W^^y--/v-2--r7V)-y^/v]-T^^Mt:'^ 

if^No.41] 

{[4-((iE)-244-[(i^y p citVkT5y)-y^/v]-^cn^/H-t^/k)-^cii^/k]-y^/H-if 
^-(-r^^y— /v-2— r/vy^-/v)-T5^[^^^No.42] 
[4-(6-{[(iH-^5^y^/v-2--r/v-y^-/v)-(i-y^-/W5^ N y— /v-2-^/v-y^-/v)- 
r^y]-y^/H-^^y^ry— /v-2-^/v)-^^^/v]-v ? ^°nfc o /v-T5vWb'^No.43] 
(4-{[(m-^^^y— /v-2-^/vy^/v)-(i-y^/v-iH-^r^^ N y— /v-2-/T/vy^-/v)-T 
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2- (2-(4-v ? ^intVVT^y-^^/V)-6-{[(lH--r$^y— /V-2-4/V^/V)-{l-^/V 
— /KfttHfeNo.^] 

[3-(6-{[(itW^y— /v-2-^(/v^/u)-(i-^/u-m-4^7— ;v-2-4>v^;v 

-T$^Wb^No.46] 

[4-(6-{[(iH-^r^v— /v-2-^/vy^/v)-a-y^/v-iH-^yv— /v-2-^7vy^vv 

/V-T^yMk#^No.47] 

[5-(6-{[(ih— f^yV— ;v-2-^/v^/v)-(\-^/v-m-4^/— ;v-2—(/v^;v 
)-T^/]-y^/H-i-yntf/v-iH-^yy^yy~ ;v-2-^)-^>-f;w]-^ynt° 

/V-T^yMb-^^No.48] 

N-(4-{[(lH-^yy— /V-2-^/vy^7V)-(5,6,7,8-^hytKntKn-^7IJ^-8--r/V)- 

T^yi-y^/H-^^/^-N-y^/v-N' ,n' -^tt^v-y^^-i^-^T^iik^m 

No.49] 

N-(4-v ? y°ntVVT5y-y^/V)-N-(4-{[(lH— T^^y— /V-2— r/^^/V-)-(5,6,7,8-^ 

h^tKn-dr/y^-8-^/v)-T5/]-^^/H-^y> ? /v)-^^yy/v^yT5KMk'^^ 

No.50] 

3- [(4-^y°nt 0 /vT5y-y^/v)-(4-{[(iH-^5^y— /v-2-^r/v^^/v)-(i-^^-/v 

-lH-^yV— 7V-2--T7^^/V)-T$y]-^^/H--<^v ; 7V)-T^y]-y 0 nt 0 ^-^^[^ 
-^No.51] 

(4-^y°ntvvT^y-y^/v)-(4-{[(iH-^$^y— /W2--r/^^/V)-(l-^^/V-lH-^ 
$^y— /V-2-^/V^^/V)-T^y]-^^/H-^y> ? /V)-^T'f-^KMk'^^No.52] 
(4-^yVtVVT5/-y^/V)-(4-{[(lH--T5^y— /V-2--T/V^^-/V)-(l-^^-/V-lH-^ 
5yV— /V-2-^/V^^/V)-T5/]-^^/H-^yv ? /V)-^/V^T5KMb^^)No.53] 

[(44[(i-^/v^^^^/v-iH-^^y - y— /v-2--r/v^^/v)-(i-^^/v-iH--r5y N y 

— 7V-2-^/V^^/V)-T57]-^^/H-^^v ; /V)-(4-v ? ^nt 0 /VT$y-y^/V)T5y]- 
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[4-(l-^^v^-6^[(lH--f^>/— ;v-2-^;v^;v)-i\-^;v-m-^^7— /v 
-T5^Wt:^No.55] 

3-[(4-^nfcVVT^y-^^/V)-(44[(lH-^5^y— /V-2-y(/V^/V)-{l-^/V 

3-[(4-v ? ^°ntVVT$y-y^/^)-(4-{[(lH-^r^^y— /V-2-^|7vy^/V)-(l-y^VV 

3-[(4-i^ntVl/T^-^;V')-(4-{[(lH-^^/- /V-2-^/V^/V)-(l-^^/V 
-lH-^yy*— /V-2--f/vy^-/V)-T5/]-y^-/H-^^v > /V)-T5/]-^°nt 0 ^->^^^ 

3-[(4-^7 P ntVVT5y-7'f/V)-(4-{[(lH--f$yy- /V-2-^/vy^/V)-(l-y^-/V 

-m-^^^y— /v-2-^7vy^/v)-T57]-y^/H-^>'^)-T5y]-y > nt o ^->'^^ 

3-[(4-v ? y°ntVkT^y-y^/V)-(4-{[(lH-^5^y— ^-^f/PHl-^ 
-1H-^*V— /V-2-^7^^-7V)-T^y]-p«^/V}-^<^^/V)-T5:/]-7 P nt 0 ^-^^5- 
y^/V-2-^-^y-[l,3]^^y— /V-4-^/Vy^/V^^^/V[^^^No.60] 

3-[(4-v ? y p nt°/vT5y-y^/v)-(4-{[(iH-^'5^y^/v-2-'f/vy^-/v)-(i-y^-/v 
-m-^yy— /v-2-/r/vy^7v)-T$y]-y^/H-'<>^v ; 7v)-T^y]-7 0 nt o ^->-^i- 

3-[(4-v ? y°nt:VkT^y-y^^)-(4-{[(lH--r$y^y— /k-2--|7vy^/k)-(l-y^/V 

-ltw^yV— /v-2-^/vy^/P')-T5y]-y^/H-^>'v ? /v)-T5y]-y°nt o ^->'^i-( 

3-[(4-v ? y°ntVVT5y-y^/V)-(4-{[(lH— f^/-;W2-Wf;l/Hl-^ 

-iH-^^yy— /v-2-^/vy^/v)-T5y]-y^/H-^^v ? /v)-r^y]-y°nt o ^-^^yh 



WO 2005/085209 



20 



PCT/JP2005/004189 



3-[(4-i/7°vtyuT^y-7*^M-(4:-{l(lH-4^y-- 7V-2-^;V^;V)-(\-^;V 
2 ) 2-^^/V-7°nt°^>'^3-[(4-^titVVT5/-7^/V)-(44[(lH-^^y— /V 
3-[(4-v ? ^ntVvT$7-^/v)-(4-{[(lH-^r$^y— ;v-2-4;v^;v)-{\-^;v 
3-[(4-v ? ^ P ntVVT^y-^^/V)-(4-{[(lH— f^V— /V-2— OV^sV 
3-[(4-v ? ^nt°/VT57-^^-/V)-(4-{[(lH--r5^y^/V-2-'f/V^^-/V)-(l-^^-/V 
3-[(4-> ? ^ntVkT^y-^^/V)-(4-{[(lH-^$^y— /^-^f/VHl-^ 

-ih-^^^V— /w2-^y^/v)-T5y]-y^/H-^^v ? /v)-T5y]-y°nt°^-^^> ? 

3-[(4-v ? y°ntVVT5/-y^/V)-(4-{[(lH--r5^y^/V-2--r/vy^-/V)-(l-^^-/V 
-lH-^^yy*— /V-2-^7V^^7V)-T57]-^^/Vh^>'v ? /V)-T^y]-7 P nfc 0 ^->'^t- 
7M^-7Vrc^^/V[^^i^)No. 70] 

3-[(4-^^°ntvvT$y-y^7v)-(4-{[(iH-^r^^y— /v-2-^/vy^/v)-(i-^^/v 

-ltW^V— /^-2-^/ky^/k)-T$y]-^^/H-^<^v ? /V)-T^y]-N-3i^/k-^n 

3-[(4-{[t^-(iH-^5^y^/v-2-^/vy^/v)-T5/]-^^/H-^^^/v)-(4-^yVt° 
/vT5y-^^-/v)-T5y]-^°nt o ^->-^wt:'^#/No.72] 

3-[(4-{[«-(lH-^5^V^/V-2-^/vy^/V)-T5y]-y^/H-^^v ? /V)-(4-v ? 7 0 nt° 
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2 ) 2-v ? ^^7V-7 0 nt 0 ^-^^3-[(4-{[«-(lH-^^y N y— /V-2-^/vy^/V)-T^y]-^ 

^7H-^^^/v)y4--yyntvvT^y-y^/v)-T5y]-^nb o ^^/v^^^^7v^^ 

3-[(4-{[t^-(iH— r^yy— 7V-2-- r/vy^/v)-T^y]-y^/v)-^>'^7v)-(4-^y p nt o 
/vT5/-y^/v)-T5/]-y°nt°^^3-^y-i,3-^tKi3--i'y-<^y^7^-i-^ 

3-[(4y[«-(lH-^5yV^/V-2-^/V^^/V)-T57]-^^/H-^>-^/V)-(4-^y 0 nt o 
^^No.78] 

3-[(44[tf^-(iH-^5:^y— /v-2-^/vy^/v)-T^y]-y^/vh^>'v > /v)-(4-v ? y B nt o 

cm— r^yy— /v-2— r/v^^/v)-(i-^^/v-iH— r^y N y— /v-2-^/m^-/v)-[2-(4- 
t°^y^^-i-^/v-y^/v)-3-y°ntvv-3H--<^x^5yy— /v-5--f/M^-/v]-T5 

3-[(4-[[(lH-^5yy— ;V-2-^;V^;V)-{\-^;V-m-4^/— ;V^f- jv 

)-r^y]-^^7v]-^>'^/v)-(4-t^y^>'-i-^/v-y^7v)-T5y]-^nt o ^^^[^ 

^^)No.81] 

[(4-^y p ntvvr^y-y , ^/v)-(4-[[(iH-^^^y— /v-2-^/vy^7v)-(i-y^7v-iH- 
^5y'y-/v-2-^/v^^/v)-T5/]-^^/v]-^^> ? /v)-T5/]-T-feh^hy/vwt:'^^ 

No.82] 

tvvr^y-y ^/v)-(4-[[(i H-^yv — /v-2— r/M^-/v)-( i-y- ^vv- 1 h- 
-f^yv— /v-2-^/vy^/v)-T$y]-^^/v]-^<^v ? /v)-T^y]-g^^^/v^^/v[ 
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[(4-^atVVT^y-7^/V)-(4-[[(lH-^^^ N y—/V-2--r/^^/k)-(l-^^/k-lH- 
3-[(4-v ? 7°cil:VVT5/-^^-/V)-(4-[[(lH-^3:^y^/V-2-^/V^^-/V)-(l-^^-/V 

3-[(4-[[tf;*-(lH— f^yV— 7V-2--r/^^/V)-T$7]-^^/V]--<^v ; 7V)-(4-v ? ^n 
[(4-[[tfy-(lH-^yV— /V-2-^/^^/V)-T^y]-^^/H-^^v ? /V)-(4-v ? ^afc° 

/vT^y-y^/v)-T^y]-i^y^/v^y^/K^^No.87] 

[(4-[[tfy-(lH-^5yV— /V-2— f/M^/V)-T57]-^^/H— <^v ? /V)-(4-v ? 7 P tit 0 
/VT5/-y^/V)-T^y]-|^tfb'^No.88] 

[(4-^n t°/VT^y-^^/V)-([[( 1 H-^5^V— /V-2-^/V^/V)-(l-^/V- 1 

yv— /v-2-^/v^^/v)-T$y]-^^-/v]-^<>'v ? /v)-T$y]-@^^-<^v ; 7V3i^^/v 

Mbl^No.89] 

-r^yv— /v-2--f/vy^/v)-T^y]-y^/v]-^^^7v)-T5:y]-@^^ 

[[4-( s^Aa tw-T5:y)-^^/v]-(4-[[( i H-^y* y— /v-2-^/^^-/v)-(i-y^-/v 
-iH-^^yy— /v-2-^/vy^/v)-T5y]-y^/H-^^v > /^)-T^y]-g^^^^-/v^^ 

[(4-v ? y°ntyvT^y-y^/v)-(4-[[(iH-^^y- N y— /v-2-^7vy^vv)-(i-y^vv-iH- 
-f^yv— /v-2--r/vy^/v)-r^y]-y^/H--<yv ? /v-)-T^y]-^^2-yh^riy-^^ 

[(4-^yvtvvT5y-y^/v)-(4-[[(iH-^5^y— /v-2-^/vy^-/v)-(i-y^-/v-iH- 
[(4-^y°ntvvT^y-y^/v)-(4-[[(iH-^r^y" N y— /v-2-/r/vy^-/v)-(i-y^-7v-iH- 
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(4-^ntVvT^y-^^/v-)-(4-[[(lH-^r^^^— ;v-2-4;v^;v)-ix-^;v-m-4 
;V-2-^;V^;V)-T^A-^7vy^>iy;V)-^;V/<^^t-y^;V^^r;V 

N-(2-^nn-4-[[(lH--r^^y^— fV-2-^ ;V^;V)-{\-^;V-\W-^^/—;V-2-^ 

^tffr^No.96] 

[(4-[[tf;*-(llW^V— /k-2-^/^^^)-T^y]-^^/H-^^v ? /V)-(4-v ? y°afc° 
[(4-^7VtVVT5y-7^/V)-(4-[[(lH--f5^y— /V-2--T/M^/V)-(l-^^-/V-lH- 
-K-X^7-2,6,10-M;^^/Vrc^/V[^^^No.98] 

2-[(4-^ynfc>7$y-^f;v)-(4-[[(lH-^^V-/v-2-^/Mf^)-(l-^f/v 

-m-^^^y— /v-2-^7^^/v)-T5y]-^^/v]-^^v ? /v)-T^y]-N ) N-v ? ^^/v- 

TirhT^KMb^-^3No.99] 
[(4-[[«-(i-^/v-iH--r^V— /v-2-^/v^^/v)-T^y]-^^/H— O-v^/V 

)-(4-v J 7°ntWT5/-^^-/V)-T5/]-g^^[^^^No.l00] 

[(4-[[t^-(l-^^/V-lH-^5^y—/V-2-^/V^^/V)-T5/]-^^/H-^^v ? /V)-(4- 

[(4-v ? 7°ntVvT^y-^^/v)-([[(lH--j'5^V— /v-2-^/v^^/v)-(l-^^/v-lH-^r$ 
^V— /V-2-^/^^/V)-T^y]-^^7^]--<^v ? 7V)-T5y]-^^-(R)-(-)-^h7tK^ 
7 ^^-^/k^/l^^M^-^No. 102] 

([4-[(4-[[(ltW5:^V— ;v-2-47V^;v)-{\-^;v-m-4^J'— ;v-2-^;v^jv 
No. 103] 

([4-[#/V^^>^/V-(4-[[(lH--r^V— /V-2— r/V^^-/V)-(l-^^/V-lH— T5^ N y 

— /v-2--r/v^^/v)-T$y]-^^/v]--<^> ? /v)-T^y]-^^-/v]-^nt o /v-T^y)-g^ 
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(2-[[(l-#/k^v^/WH-^^V— ;V-2-4/V^;V)-{A-mA-^n^7VT^7- 
iftMb^*JNo.l05] 

(2-[[(4-[[(4-^^ntVVT5/-^^/V)-^^/V-T5/]-^^-/V]--<^v ; /V)-(l-^^/V 
i^No.106] 

/V^^/V)-N-(l-^^/V-lH-^^^y— /V-2-^/V^^/V)-^<>'XT5:KWb'^^o.l07] 
2-[(4-> ? y°ntVVT5y-^^/V)-(4-[[(lH— T^^y— 7V-2-4/V^/V)-{\-^/V 

/K^^/K^-n^No. 108] 

(2-{2-[(4-{[( 1 H-^f^V— ;W2-Wf/VHl-^f/^l tW^V — /V-2-^T/V^^ 
fb-g^No.109] 

N-(4^[(lH-^^^y— /V-2-^/^^^)-(l-^^/WlH-^5^y— /^-2-/r/ky^7k)- 

^-i ,4-^T^y Mb-^ftNo. i io] 

5-^^°ntVVT^y-(2S)-[(44[(lH-^^yy— /V-2--f/M^-/V)-(l-^^-/V-lH--T5^ 

y— /v-2-^/M^/v)-r^y]-^^/H--<>'> ? /v)-y^-/v-T^y]-^^^^^^^/v^ 

^/Kft-^^No.lll] 

5-v ? y°tifc7vT^y-(2S)-[(4-{[(iH-^^^y— ;v-2-^)V^)V)-{\-^)V-m-4^ 

y"—;V-2-^7V^7V)-T^7y^7V}-^ly^;V)-^;V-T^/y^ly^mU^m 

No.112] 

(2s)-v ? 7 o ntvvT5y-5-[(4-{[(iH— f^y— /v-2— r/M^-/v)-(i-^^-/v-iH— 

*^/Kffr^M&No.ll3] 

(2S)-v ? ^°ntVVT$y-5-[(4-{[(lH-^^^y— /V-2--T7M^-7V)-(l-^^-7V-lH--r^^ 
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No. 114] 

5 -^^t2tVVT5y-(2R)-[(4-{[(lH-^5^y— /V-2-4/V^/V)-(\-^/V-m-^^ 

y— /v-2-^/^^/v)-T^y]-^^/vh^^^/v)-^/v-T5:y]-^^^^[>f^^ 

No. 116] 

(2R)-> ? ^ P tit 0 ^T^y-5-[(4-{[(lH-^^y N y— /W2->T/M^/W)-(1-p«^/W1H-W^ 

(2R)-^y p afcVvr^y-5-[(44[(iH-^5^y— /w2-^/vy^/v)-(i-y^/v-iH--f^y 
y— /v-2-^/M^/v)-r^y]-^^/H--<^v ; /v)-^^-/v-T5y]-^^y^^Wb'^#) 

No. 118] 

[(4-^y p ^fc o /^T5:y-^^/^)-y^/^-T5y]-(4^[(lH--r^yy— /v-2-^/vy^/v 
)-(i-^^/wiH-^r^y N y— /^-^/ky^/^-T^y]-^^^}-^^— /v)-g^^^^/v 

^^r;V\_\V&tymo. 119] 

[(4-v ? y P dtVVT5/-y^/V)-^^/V-T5/]-(4-{[(lH— f^yy— /V-2— (VM^/V 

)-(i-y^/v-iH-^^^y— /v-2-^/vy^-/v)-T^y]-y^-/v-Ky^=/v)-g^^[^^ 

No. 120] 

2-{[(4-v ? 7°ntvvT5y-^^-/v)-y^/v-T^y]-y^/H-5-{[(iH-^$yy— /v-2-^ 
/^^/v)-(i-y^/v-iH-^^yy-/v-2-^/^^7v)-T^y]-^^/H-^,&#^5 : - 

/V^-^sVUk&WONo. 121] 

24[(4-^^ntvvT5y-y^/v)-^^/v-T^y]-^^/H-5-{[(iH-^$yy— /v-2-^r 
/v^^/v)-(i-^^/v-iH--r5yy— /v-2--f/M^-/v)-T5/]-y^/H-^i.#^Mb 

-g^No.122] 
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[0026] ^mmz&tf&cxcR4^#iMxte^:<Dm^<?4/i'^mm, t-t^^^E 
[oo27] mm^mmm^ti^t^. i^od^-c^^^T^j^^fiM-et 
v^/^timmm., mmtm.. mmm., mmm., mmi&, %mm.. ^4>mm., 

[0028] */c, -^^(l)^$^^^#)^#^i-^^^^fe5if|gx«2f@W±^^^ 
[0029] -|S^(l)^$tL§^0j!^^X«^:^^^W^f^$^^^3tl^ 

mm. mm\. mmm, ^m. ^m, mmm. futm, jtmm. m& 
m. v-mm. *mm. mmm. mmmmm. *<ommm. Mcfcma**. mmm 

^ry^gbWi^ */k$\ ^yy^, y-ty^, v^nd-/v, gf^-fe/nn— ^ t 

ndr^dtw-fe/vn-^, m^u^x, mm. mm. mmm. w^m. %n. 
mm. mmm. &mm. mm. b^—^-m. ^ry-/um. mmm. %m. *sw?m 

gPt^©i^ f&A— A^/cf90.1-5000mg, #^l-3000mg^^-1-^ 

'^^0^bV\ ynK7y^©f^, #^l-5000mg^^--r^r^^W*bV\ 
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[0030] « w KxzMMftT^k&mx nwrnn^ m foffrnztizM. h ix j«<d 

mmm i 

[0032] §^#!J 1 : 2-[(4-v ? 7°n t 0 /VT5/-^^-/V)-(4-{[(lH-^5^y^/V-2-^/V^^-/V)-(l- 

/vMk^No.i](Z)^ 



|IMf?!jl-l:4-(l ) 3-v ? ^-dry-l,3-v ? tKti--ry-r>K— /W/Mf/VH^XT/V 

4-(T5/y^-/V)-^-&#^^-/V^^^(T/VKy:y^-|±M)773mg^THF50ml^^ 
fi?U 7R?£T**^T/V^^y^^300mg^#* i^P^ifCo ^?&^3fl#r H W#L 

lOml^THFlOml^^^L, 7K^bfc^{-N-^/^^h^r^yy/W^Kl.26g^^^ 
hyr>A900mg^Px.fd o ^?a-e4B#^«#b^^THF^^L, ^nn^A^jjp 

m^)5.o g ^MK.xmux3mmmwvfc 0 ±94hmm<Dmzmm&mmvxi/v* 

259mg£r 6 & @ ffc£LT#fc 0 
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MS(FAB,Pos.):m/z=266[M+H] H-NMR(500MHz,CDCl ): 5 

3 

=4.92(2H,s),7.58(2H,d ) J=8.3Hz),7.72-7.76(2H,m),7.83-7.89(4H,m),9.98(lH,s). 

: N,N-^ntV^y-l A-^T^XD&fc 

/M0mHO§fi?U ^°nt°^-^T/V^tK(^:M^^±M)0.418mU *sT;fcmttfiV?m 
^hy^A404mg^W/Vh^^hy^/V1.60g^P^.T^M-ei2B#^Jt#b^: o H 

654mg£r#fc 0 
MS(FAB,Pos.):m/z=173[M+H] + 

mmmi-s 244-[(4-^^n^T5y-^^-/v-T5y)-^^/v]--<^v ; 7H--ry-r>'K 

•^^^^3g^Mx.xmuxmmmwvtc 0 ±^bmmxm^mm^^>^ 
^/—/^m^xM^^xmrn^tco -^^^My/— /womu- 

h^77>r— (^nn*M/^^/- /V/7K)^io-Cltigb, fHfEtfMkl^60.3mg« 

MS(FAB,Pos.) : m/z=420[M+H] + 
ll^f?!jl-4 : [4-(l,3-^^y-l,3-^tKn-^y^^K^/V-2-^7M^/V)-^>'v ? /V] 
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^xi^rWy?^— (pmitvVJ*/**;— /V)\Z.£.oXmW^. StfBtfMfrg^TO.Omg 
MS(FAB,Pos.) : m/z=522[M+H] + 

ft, ^uximmmwvtco R^mr^mm^m^x. lmoi/i^ggHt^by^TK 
mmt7nu*/vj>.%m^x7km%?vvi^/vj>mm\^tio my^^m^vvv^x^m: 
, mm&m^vxmmwk&m5.5mg&mmmm*tvxmz- 0 

[0033] mmmi-e : (4-^r2tVVT?y-^f;V)-(4-{[(lH-^^y ;v-2-4;v**f-A>)-T 

%mm\-^xmhfit'it^mojsg^^j~-~;v20m\\z.mu^. 2-4^7—^% 

n^/^/^^/v)^T*tMb>^IB(O^^1.01g^^@#:tUT#fCo 
MS(FAB,Pos.) : m/z=472[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.86(6H ) t ) J=7.3Hz),1.26-1.49(17H,m),2.32-2.35(6H,m),3.12(lH,brs),3.21(lH,brs), 
3.79(2H ) brs),3.92(2H ) brs),4.12(lH,brs) ) 4.13(lH ) brs),6.99(2H,s),7.20(2H ) brs),7.25(2 
H,d,J=7.5Hz). 
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: (4-v ? ^PfcVVT^y-^^/V)-(4-{[(lH--r^^V— SV-2-^;V^;V)-(\-?. 
MS(FAB,Pos.) : m/z=566[M+H] + 



^/l^/V)-T5/]-^/Vh^>-^/V)-N' ,N' -^;/infc7K/^-l,4-^T^<D^£E 
MS(FAB,Pos.):m/z=466[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.87(6H,t,J=7.3Hz),1.59-1.67(8H,m),2.87(2H,brs),2.94-2.97(4H,m),3.01(2H,brs),3 
.66(3H,s),3.69(2H,s),4.03(4H,s) ) 4.13(2H,s),7.34(2H,d,J=8.2Hz),7.39(2H,dJ=8.2Hz), 
7.40(lH,d,J=2.0Hz) ) 7.41(lH,d,J=2.0Hz),7.53(2H,s). 



J— /vMb^No.i](D^ 

II^^Jl-8Tl#^fc{b^209mg^te^^y-/V8.4mH^fl?Lfc o [1,4]^^ 
•^^-2,5-v 5 ^— /V54.0mg N ^T7^K*^*>7*7"hy r 7^56.6mg^P^.^ 0 gj^-C 
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MS(FAB,Pos.):m/z=510[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.1Hz),1.64-1.68(6H,m),1.78-1.82(2H,m),3.00-3.08(10H,m),3.71(3H, 

s) ) 3.74(4H,s),4.09(2H,s),4.17(2H,s),4.30(2H,q,J=13.9Hz),7.41(2H,cl ) J=7.8Hz),7.48(4 

H ) d,J=5.6Hz),7.61(2H,s). 

[0034] : [4-(6-{[(lH— f ;V-2-^;V^;V)-(\-^;V-\H—(^J f 

>^Wb^No.2](Z)^ 

HJfef?!j2-l : 4-T5y-3-{(5-t-^>dr^7J/V#^7VT57)--<^^y-r7H-T5y^S# 

5-t-:7>^#/V^/VT$/^^:^1.45g, WSCIiMi&1.74g, ^t^HOBtl.25g^ 
DMF 

20ml^|g$?U 15^«#Uc: 0 ^ft^3,4-v?T5/^S«^/K7>^^-|± 

s)i.oog^px.-c^?a^4R#r H w#ufc 0 s^rm, mj±rxmm^m^tc 0 m 
m&?vti*/uj»\zmMu mamtr^^^mm, lmoi/i^K^b-T-hy^^* 

vft^/BWL^MlCXVmmU ^WE(D^^1.46g^#fc 0 
MS(FAB,Pos.) : m/z=365[M+H] + 

nWm-2 : 2-(4-v ; ^ntVVT5/-^^-/V)-3H—<^X-r5^y^/V-5-77/V^V^ 

Hitf?!j2-l-e#^nfc^^l.46g^^y— /W.3ml^^#b, ^^^4mol/l^k 
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0.597mU ^-/Vh^Mhy^^/H.OmU RZ$y°tt°^T/U^t}?0.309ml&l}\}Z.X^U 

^mm%mv'kM.7kxmw&, m^.mm^h^^xm^ti 0 mmik, mjzr-c 
K£vmmum^<D4k&mi5mg&m&mytwtL-xm>tco 

MS(FAB,Pos.) : m/z=332[M+H] + 

-2-^;V\-y^;v\-^zfxi\i)V-T^y(D^^ 

i£M\Y>T)V^ <7Ay^<7.M08mg£THF 60mli£§»U ^.tvKmMM2-2X^htl 
fc^1^315mgcDTHF^60ml^gTU mnxmmmiWl^tlo HJ^T^ fifc 

A/y^y— /v) «£ (9 *f ^fE(D^^ 1 1 3m g <H§& m w-t\.xnt- a 

MS(FAB,Pos.) : m/z=476[M+H] + 

Wfcm2-± : [4-(6-T^/y^/v-iH--<^xV5^y^/v-2-^/v)-y^/v]-v ; y 0 ntvv 

mMim-3X^hfofr1k&mi3mg&DMF2.0m\KmMls. 7^/W$K^y«7A 
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Ut 0 SJ^^-T^^jiT-e^^*bTaS^t2t2^/VAfcl^L, tK, lmol/1 

^a^hy^A-e^^Lfco MMm^jET-e^^^Lra^^y^^/^ 

MS(FAB,Pos.) : m/z=303[M+H] + 
^^^r|2-5:[4-(64[(lH-^^yy— /V-2-^/^^/V)-(l-^^/V-lH-^5^— /V-2- 

/V^^-iyT/V'XtKl3.3mg, ^t^^-/^hdr^hy^/V0.030ml^Px.T^?a-e30^^ 
«#Uh Q ^tv^TK^^^^hy^AlO.Smg^i-f o^JPx., ^a-eiB#r^«# 

63.2mg, |ft».023mU ^hdr^hy^/M).030niU ^VT/xk^frJ^Jif^hy^ 
^23.2mg^Px.T^^-e30^-^«#b^ o rtL^^0.045ml*Px.^^-e4B#^ft 
#Uc Q SJ^^T^MffiT-e^^^^b-CaS^^ti^/V^^^L, lmol/1/K 

m^w^mmxm^m. ^u^^mmvfc 0 ^mm^m^^m^xm 
^tK^mm(Dit^m<Dmmm2i.&mg^^mw-t\^xmtz. 0 
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MS(FAB,Pos.):m/z=477[M+H] H-NMR(500MHz,DMSO-d ): 5 

6 

=0.89(3H,t,J=7.3Hz),1.63-1.69(4H,m),1.70-1.81(2H,m),1.94-2.01(2H,m),2.84-3.00( 
4H ) m),3.03-3.09(2H,m),3.19-3.23(2H,m),3.72(3H,s),3.90(2H,s),4.13(2H,s),4.21(2H, 
s),4.41(2H,t,J=7.3Hz),7.49(lH,s),7.53(lH,s),7.59(lH,d,J=8.4Hz),7.64-7.66(3H,nO,7 
.81(lH,s),10.50(lH,s). 

[0035] §^{?!j3 : [4-(6-{[fcf ^-(lH-^f^V ;V-2-^lV^}V)-T^A-^^Y\-'fxi\f?V 

3,4-v ? T5/^,&#^^-/V2.01g^DMF40ml^^fifL. £*U££c&#y^2.00g. 
a^^^/V1.4ml^Px.T^?a-e22H#r^«#Lfc 0 SJ^^-T^^ffT-e^^ 

MS(FAB,Pos.) : m/z=209[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=1.05(3H ) t ) J=7.3Hz) ) 1.71(2H,sext.J=7.3Hz),3.12(2H ) t ) J=7.1Hz) ) 3.86(3H,s),6.69(lH 
) d,J=8.1Hz) ) 7.35(lH,s),7.45(lH,d,J=8.1Hz). 

5-t-^>dr^7^^/PT$y^^:^574mg, WSCI^@^690mg, HOBt487mg^ 

na^/kAiomu^Aib, ^M-e30^^«#b/c o ^{cmmim-ixn^tifc^ 
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MS(FAB,Pos.) : m/z=408[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.97(3H,t,J=7.3Hz),1.37(9H,s),1.37-1.46(2H,m),1.51-1.66(4H,m),2.37(2H,t,J=7.3 

Hz),2.93(2H,q,J=6.6Hz),3.04(2H,q,J=7.1Hz),3.81(3H,s),5.14(lH,br),6.83(lH,br),7.1 

6(lH,s),7.20(lH,d,J=8.1Hz),7.45(lH,d,J=8.1Hz),9.24(lH,s). 

mMim-3 : 2-{±-i/^v\i 0 /VT^;-y^;V)-2-zfv\i°;V-m-^^^y*-- /V-5- 

HJfef?!j3-2-e#^tb^k^540mg^^y— /H0mlH:$8$?U 4mol/li&^7k^t/v ? 

©*Ur«aESr^7— ^^£*$MtMT^-^MRA-410)£^ 

rtt^^y— /H2mH^l?U rtU£g^0.425mU ^T/^^fbt^^hy^ 
135mg^Px.-C0°C^^PLfc o rr^^nt^^T/V-xtKO.lUml^n^lT^^-ei 

/kT f tK0.115ml^Px.T^^-eiife*#b^ o HJ^TiL ^JETtf^^icb 
MS(FAB,Pos.):m/z=374[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.88(6H,t, J=7. 3Hz), 1 .00(3H,t, J=7.3Hz), 1 .49(4H,q,J=7.5Hz), 1 . 74-1 .82(4H,m), 1 .87( 
2H,sext.,J=7.6Hz),1.91-2.09(4H,m),2.93-3.01(4H,m),3.00(2H,t,J=7.1Hz),3.09(2H,t, 
J=7.6Hz),3.96(3H,s),4.15(2H,t,J=7.6Hz),7.66(lH,d,J=8.5Hz),7.96(lH,d,J=8.5Hz),8. 
08(lH,s). 

Hitf?!j3-4 : [2-(4-v ? 7 0 ntVVT^y-^^/V)-3-^ 0 nt 0 /V-3H-<^X^r^^y— /V-5- 
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mg (DTHFmwn.omi&mru o°cxmmm;wvfc 0 &j&mT&. m-m^hw^io 

MS(FAB,Pos.):m/z=346[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.82(6H ( t ( J=7.3Hz),0.89(3H ) t ) J=7.3Hz) ) 1.37(4H,sext.,J=7.3Hz),1.50(2H ) quint.J=7 
.3Hz),1.70-1.81(4H,m),2.29(4H,t,J=7.3Hz),2.39(2H ) t ) J=7.1Hz),2.84(2H ) t,J=7.6Hz), 
4.11(2H,t,J=7.3Hz),4.59(2H,dJ=5.2Hz),5.16(lH ) t ) J=5.5Hz),7.09(lH,dJ=8.2Hz),7.4 
2(lH ) s),7.45(lH,d,J=8.2Hz). 

mMim-5 : 2-[2-(4-v ? ^ p nt°/VT^ J-Zf^;V)-Z--^xi\f;V-ZH-^<^^^/— ;V 
>-275mg, ^^/W5Kl93mg^Px.-C0 c C^MLfc o ^tvi-40%TyV^/V^V^v ? 

^/v/h/v^>«$452mg£MTu ^(D&m&xmmwut-o 3$ 

*£BiU ^IE(D>fb^l74mg^^-fe@#:i:L-C#fCo 
MS(FAB,Pos.):m/z=475[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.79-0.83(6H,m),0.86(3H,t,J=7.3Hz),1.31-1.40(4H ) m),1.46-1.51(2H ) m) ) 1.63-1.80( 
4H,m) ) 2.29(4H,br),2.39(2H ) br),2.83(2H,tJ=7.6Hz),4.12(2H ) tJ=7.3Hz),4.87(2H,s),7 
.08(lH,d,J=8.3Hz),7.46-7.48(2H ) m) ) 7.83-7.89(2H,m),7.90-7.93(2H,m). 

HiSf?!j3-6:[4-(6-T^y^^/V-l-7 0 nfcVV-lH-<^X/r^yy— /V-2-^7V)-^^/V] 
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MS(FAB,Pos.) : m/z=345[M+H] + 

S4:-(,6-{nf^-(m-4^7— ;V-2-4;V^;V)-T^A-^/V)-\--^n}f 

^/V0J30ml^tK2-^5^VWV^/V^i/T/V^tK37.3mg^P^-riB#^a##, 

-rh^^mmxm^. ^on^-eittiL^ mmm^mm^^xm,^ 
, mTkmm-rbvv^x&mvtco mw&mjzTxmm&mizU mm^y*?^ 

^mn(Dit^m<Dmm.m&Amg^^mw-t\^xntz.o 

MS(FAB,Pos.):m/z=505[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.91(6H ) t ) J=7.3Hz) ) 0.99(3H,t,J=7.3Hz),1.66-1.71(4H ) m) ) 1.78-1.82(4H,m), 1.83-1. 
96(2H,m),2.97-3.00(4H,m),3.08-3.16(2H,m),3.25(2H,t,J=7.2Hz),3.87(2H,s),4.16(4H 
,s),4.54(2H,tJ=7.7Hz) ) 7.52-7.55(lH,m) ) 7.61(3H,s),7.64-7.70(lH,m),8.43(lH,s),10. 
3KlH.br). 

MMM 4 

[0036] M&fiU : [4-(6-{[(llW^V /V-2-4/V^/V)-(\-^/V-m-^J?y— ;V-2~4 
ynt 0 /V-T5^Mb^#/No.4](D^^ 



;itf?!j4-l:[4-(6-{[(lH--r^^V— ;V-2-^;V^;V)-T^A-^/^r\-^n\£jV 
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^hyy-^^ee^m, ^np^MtifflLfc, ^jB^fp^^-e*#-^ 

*5^n^h^97>f- (^nujfrvKV;**/— /VOfcJ^lftKU ^l?E<Z>f[^|^64.0mg 

[0037] 

HJi^!l4-l^J:«9#btl/^^^l64.0mg^^y— /H.3mli!lS?#L, g^S&0.065mU 
l-y^/v-2-^yV— /V^/l^'¥->T/V7 f fcK16.6mgSrJn^., 0°C ^£RLfc 0 
i/T/^K^>fb^^m^-hy!>A14.2mg^Px.T^fi-e2 0 K«#U^o BtJ^TiL 

y^A-e^MUfc 0 

30.0mg££fe@#:£LT#fc o 
MS(FAB,Pos.):m/z=519[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.91(6H,t,J=7.3Hz),0.99(3H,t,J=7.3Hz) ) 1.66-1.74(4H,m),1.78-1.84(4H,m),1.93(2H 
,t,J=7.3Hz),2.94-3.00(4H ) m) ) 3.13(2H,br),3.26(2H ) tJ=7.3Hz),3.73(3H,s),3.90(2H,s), 
4.13(2H,s) ) 4.21(2H,s),4.53(2H ) t ) J=7.6Hz) ) 7.53-7.55(3H ) m),7.63(2H,s),7.70(lH,d,J= 
8.2Hz),8.41(lH,s),10.48(lH,br). 
5 
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[0038] : [4-(5-{[(lPW^V ;V-2-^;V^;V)-{l-^;V-lH-^^7— ;V-2-<< 

3-^hn-4-T3:y^<>'y^HJ/V1.12g^rDMF20mH^^b, 60%^K*{b^-hy^A 

MS(FAB,Pos.) : m/z=206[M+H] + 

: 3-T^y-4-^nt°/VT$7--<^y^hy/KD^^ 
fcS&PU 60 o Ct^Pf^bfCo rtt^7K^^'>^hy'>^144mg^L-f oiDx., 60 
U /vSr«£ET-eW*bfeo S^BI^/v-ettmfL f&fn^*-Ci$fc#U M 

MS(FAB,Pos.):m/z=176[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=1.04(3H,t,J=7.6Hz),1.70(2H,sext.,J=7.3Hz),3.13(2H,q,J=7.1Hz),6.58(lH,d,J=8.1Hz 
),6.94(lH,s),7.17(lH,d,J=8.1Hz). 

M1&M5-Z : [4-(5-^T/-2-y 0 ntVVT57-^^^/V^7/W^^/V)-^^-/V]-^7/V/^ 
5-t-> ? >^v / ^7/V#^7l-T5y^^^l.57g, WSCI^^^1.98g N HOBtl.39g^nn 
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MS(FAB,Pos.) : m/z=375[M+H] + 
mMm5-4 : 2-(4-v ? 7°ntVVT^y-^^/V)-l-7°tH:Vk-lH— <^XV5^y'— ;W5- 

/i?tt^mmi2mi&M^x^ux2mmmwistio %.fcmr&, m&.Txmm& 
m&vxmm&fvttA'Mz.mmu lmoi/mm^hv^TKmrnxm^m. 

o mmvkMfcTxmm&m^f'o 

Lfc 0 Rfomr®.. w&rrxmm^m^xmm:^n^;vMz.mm^ lmoi/i* 

MS(FAB,Pos.) : m/z=341[M+H] + 

^/v^^/v)-T5y]-^^/H-l-^°ntVv-lH-^>'X^^yy^/v-2--r/v)-^^-/v]-v ? 
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5 -4-e#^tLf'^^^1.40g(DTHF^30ml^Tb, Ot^lB#|!0«#Ufco BtJ^lt- 

hy-7^i88mg^px.^?a-eiB#^«#bf' 0 hj^^t#, MffT-e^^^b-c 

~fl&^;—;V&.0m\\Z.mML<. S1^0.20mU i/T/7kmik*V^hVVJ*50.0mg 

mut Q ^n^mm^mi-^t^^mm^t^(DmM^242m g ^:&^mi^ti, 

MS(FAB,Pos.):m/z=519[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.89-0.95(9H,m),l. 67-1. 94(10H,m),2.96-3.00(4H,m),3. 12-3. 13(2H,m) ) 3.26(2H,tJ 
=7.3Hz) ) 3.72(3H,s),3.91(2H,s),4.13(2H,s),4.21(2H,s),4.41(2H ) t ) J=7.3Hz),7.49(lH,s) 
,7.52(lH,s),7.64(2H,s),7.72(lH,dJ=8.5Hz),7.82(lH ) s),7.90(lH ) d,J=8.5Hz),10.61(lH 
,s). 

umm 6 

[0039] §^{?!j6 : 4-{[N-(lH--f^V— ;V-2-^/V^/V)-T^A-^?-^-N-{A-l/-?xi\i;VT 
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K.x6ox:xi.5mmmwvfc 0 ra^rm, wmufcHfrSratsiju i§$^©5feuc 

120mLK:O«2--|'^V— 7V^/V^df-^T/V^tK(T/VKy^^l±M)2.35g^P^.T^?a 

@#^#H?rCy^/— /V86ml^^^L, ^K^^^">*^hy>>A1.42g^7R^T'e*Px. 

l£iftSrtTV^fe?ft^^4.32gSr#^: 0 '(D5^4.28g£DMF65mH^ij?U v^-t-^ 

WtrhVV&-V&i&&, i£#fcH£*U THF43mU /V43mUtt5lmoI/bKfift'fb 
^hy->^7K^43ml^Px.-C^?a-ei4B#^m#LfCo M££©*U 
7K5.0ml^Px.-Cam^<lmol/l^^Px.-C^W^SrM^, Edft-f^fclU^S 

MS(FAB,Pos.) : m/z=332[M+H] + 
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^life^!jl-2-e#^tl,/c^'^^203mg^DMF5.0mU ytm/JvW^.Oml^ftfU 
^/VT5M).374mU WSCI^^^382mg, HOBt200mg^tF^ig#"!j6-l-e#^tv/c 

MS(FAB,Pos.) : m/z=486[M+H] + 



11*^16-3 :44[N-(lH-^5^^—/V-2-^/^^/V)-T^y]-p<^/V-N-(4-^7 P nfcVV 
mm^]6-2Xnhrifz.^mi7mg^^y— /M.2mH£igft?U 4mol/lifrfb7R*/ 

i?ttv>-mm.2mi&M^xmnxmmMWL.tio Rftnrm. mm&mnut 
mt^4k^(Dm.mi&n8mg&&&mi$bvxmfc. 0 

MS(FAB,Pos.):m/z=386[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.89(6H,t ) J=7.3Hz),1.54-1.62(2H,m),1.61-1.83(6H,m),2.93-3.01(4H,m),3.00-3.01( 
2H ) m) ) 3.30(2H,dd ) J=6.1 ) 12.3Hz) ) 4.37(2H ) s) ) 4.52(2H ) s),7.62-7.64(4H ) m) ) 7.92(2H ) d, 
J=8.1Hz),8.71(lH,d,J=4.4Hz). 

[0040] Wtmi : 2-(4-v ? ^°tifcVVT5y-^^/V)-5-{[(lH--r$^y — /V-2-^/V^^7V)-(l-^ 

^/wiH-^^^y— /w2-^/^^7k)-r^y]-y^/H-2 ) 3-> ? tKi3-/ry^r^K— z^- 
-i-^-^Mt:^No.7](D^ 



4-y^/V^y/V^3.00g^y^7— 7V60ml^^^b, WSCIiM^9.62g, 4-vW/V 
T^yt°y> ? ^3.07g^P^.^ta-e3.5B#r H m#b^: o HJ^^^7K^PX.HJ^^#ih 
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MS(FAB,Pos.):m/z=209[M+H] +1 H-NMR(500MHz,CDCl): 8 =2.42(3 

3 

H,s),3.89(3H,s),3.91(3H,s),7.33(lH,dd,J=1.7,8.6Hz),7.47(lH,d,J=1.2Hz),7.68(lH,d, 
J=7.8Hz). 

: 4-(l,3-v ? ^y-l,3-v ? tKn--i' yWVK— ;V-2-^;V^;V)-7$;V^i 

^f^K205mg, 2,2 ' -7/ t^y^n^hy/H5.8mg^P^.20B#rHWPI^3S^Lfc o 
M^*7.0mU N-^n^rtt<ifc^K51.3mg*iiiPU , r, $fe^4^»f^5M^ 

DMF5.8mH^fi?U ^^^4^^V^J^359mg^Mx.. &m}ZX16V$}ffi&&Vf£<> B 

SSL, ^iB(D^i^226mg£6fe@#:£LT#fco 
MS(FAB,Pos.) : m/z=354[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=3.88(3H,s),3.90(3H,s),4.89(2H,s),7.60(lH,dd,J=1.8,8.1Hz),7.71(lH,d,J=7.9Hz),7.7 
4(2H,ddJ=2.9,5.5Hz)J.75(lH,m)J.87(2H,dd,J=2.9,5.5Hz). 

MMims : A-(x-y"Y^ti;v^^.;VT^/-^;v)-'7^;vm. ^f;vx^x;v©^ 

HJfe^|7-2-C#^tb/c>ft;^909nig^^/— /V22mHC»»$-€r, fcK^^l^KfP 
^O.13ml^MTL-C40#raM«^DLfc o SJ&i&T^ ^JEET^&SrSifcl/ra^ 
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MS(FAB,Pos.):m/z=324[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=1.47(9H,s),3.90(3H,s),3.91(3H,s),4.38(2H,d,J=6.1Hz),4.94(lH,br),7.46(lH,d,J=8.5 
Hz)j.61(lH,dJ=1.5Hz),7.72(lH,d,J=7.8Hz). 

y">i»^^2.3ml§rMTL, ^M^T2R#F«#Uc: 0 lmol/1^2.3ml^Px.' : t 1 ^p 

) icxmuu mm(Dit^65.3mg^mn^w^tvxmc 0 

MS(FAB,Pos.):m/z=296[M+H] +1 H-NMR(500MHz,CD OD): 8 

3 

=1.45(9H ) s),4.30(2H,s) ) 7.45(lH ) d ) J=7.6Hz),7.80(lH ) s) ) 7.88(lH,d,J=8.1Hz). 

MMim-5 : [2-(4-^-n-^t2tVVT^y-^/V)-l,3-v ? ^-=¥y-2,3-v ; tKi3-lH--ry 

mmm7-4:xnbfofcik&m23mg&*i/u>5.omnzmMu mmmi-2xnhth 

fc{b^83.4mg(Z)drv^W>-5.0ml^^?rMTb, 63B#5g;!«jg^DUt 0 ^K^Px.H 
MS(FAB,Pos.) : m/z=432[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.85(6H,t ) J=7.4Hz) ) 1.40-1.50(6H,m),1.47(9H ) m) ) 1.64-1.70(2H ) m),2.34(4H,t ) J=7.4 
Hz) > 2.42(2H ) tJ=7.5Hz) ) 3.69(2H,t,J=7.3Hz) ) 4.45(2H ) dJ=6.1Hz),5.04(lH ) br),7.62(,l 
H.dJ=7.5Hz)J.76(lH,dJK).8Hz)J.79(lH,d,J=7.6Hz). 
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ll^^j7-6:N-[2-(4-^^ntVVT5y-^^/V)-l-^y-2,3-v > fcKn-lH-^y-f^K 
^»(J7-5-e#e>^c^^86.5mg§rm2.0ml^^$^, 60°C^»Lfc o ^ 

66. lmg^^fe?ft^^L-C#fc 0 
l-^y#:MS(FAB,Pos.):m/z=360[M+H] +1 H-NMR(500MHz ) CDCl ): 8 

3 

=0.85(6H,t ) J=7.3Hz) ) 1.39-1.48(6H,m),1.65-1.68(2H,m),2.07(3H ) s),2.32(4H,ni),2.43 
(2H,tJ=7.3Hz) ) 3.61(2H ) t ) J=7.3Hz),4.34(2H,s),4.52(2H,dJ=5.8Hz),6.14(lH,br),7.33 
(lH,d,J=7.8Hz),7.38(lH,s),7.74(lH,d,J=7.8Hz).3-^y#:MS(FAB,Pos.): 
m/z=360[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.85(6H,tJ=7.3Hz) ) 1.39-1.48(6H ) m),1.65-1.68(2H ) m) ) 2.05(3H ) s),2.32(4H,m),2.43 
(2H,tJ=7.3Hz),3.62(2H,t,J=7.3Hz),4.35(2H ) s),4.51(2H ( d ) J=5.8Hz) ) 6.14(lH,br),7.40 
(lH,s),7.47(lH,dd ) J=1.6,7.7Hz),7.70(lH ) d,J=1.0Hz). 



^Sfe^[|7-7:2-(4-v ; ynt 0 /VT5/-y^-/V)-5-{[(lH— T^yy— /V-2-- f/vy^-/V)-T 
lliSf?!j7-6-e#^fc{t:^66.1mg^lmol/l^^^P^., 18B#^*Pl^jS^ELfc 0 

A22.7m g ^px., ^uK^uvtcmm mmiwvtco tk^mk., R^Wit^^ 
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MS(FAB,Pos.) : m/z=398[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.85(6H,t ) J=7.3Hz) ) 1.39-1.52(6H,m),1.64-1.70(2H ) m),2.34-2.36(4H,m),2.44(2H,t, 

J=7.3Hz),3.62(2H,t,J=7.2Hz) ) 3.89(2H ) s) ) 3.94(2H ) s) > 4.34(2H ) s) ) 7.00(2H,s),7.39(lH, 

d,J=6.7Hz),7.40(lH,s),7.76(lH,d,J=8.1Hz). 

IIJfef?!j7-8:2-(4-^^ntVVT^y-y^^)-54[(lH-^^^y— 7^-2---r/^^7V)-(l- 

y^ywtw^v— /v-2-/r7^^/v)-T^y]-^^/H-2 ) 3-> ? tKi3-^y^r^K— >v 

Hifef?!j7-7-e#^/c^^20.3mg^^/— /WMlcMM^. 
6.8mg, ^TJy^mit^m^-Y^^Amg^M^ @^^f-J;«9pH^4^MMbT, ^ 

^y-/v)^j;^ltMb^li^ai-§^i^j:^,^IE^k^(D^M24.0mg» 

MS(FAB,Pos.) : m/z=492[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.85(6H,t,J=7.4Hz),1.39-1.52(6H,m),1.65(2H,m),2.33-2.36(4H,m),2.44(2H,t,J=7.4 
Hz),3.51(2H ) s) ) 3.59(3H ) s),3.60(2H,s),3.63(2H,t,J=7.5Hz),3.77(2H,s) ) 4.37(2H,s),6.9 
0(lH ) dJ=1.5Hz) ) 7.01(lH ) d ) J=1.2Hz),7.09(lH ) br),7.12(lH,br) ) 7.48(lH ) s) ) 7.57(lH,d, 
J=8.8Hz),7.82(lH,dJ=7.8Hz). 

[0041] m&Q8 : 2-(4-v ? 7°ntVVT5/-y ^-/V)-6-{[(lH— T5^y /V-2— (7vy^-/V)-(l-y 
^/V-l H— f ^/-;W2- f /V^^/V)-T57]-^^/H-2 , 3- S?fc Kn— f y-f ^K— /V 
-l-^-y[{b^No.8](D^ 



WO 2005/085209 



48 



PCT/JP2005/004189 



mummwk&m22.9mg&m&mw!%)tvxmco 

MS(FAB,Pos.):m/z=398[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.85(6H,tJ=7.3Hz),1.39-1.52(6H,m),1.65-1.71(2H,m),2.33-2.36(4H,m),2.44(2H,t, 
J=7.3Hz) ) 3.64(2H,t,J=7.3Hz) ) 3.89(2H ) s) ) 3.93(2H ) s),4.37(2H ) s),7.00(2H,s) ) 7.39(lH ) 
d,J=7.8Hz),7.46(lH,d,J=7.8Hz),7.86(lH,s). 



llife^!j8-2:2-(4-^7 0 otVVT5/-y^/V)-64[(lH-^5yV— /V-2--T/Vy^/V)-(l- 
y^/V-lH-^5^y— /V-2-^/vy^/V)-T5/]-y^-/H-2,3-v ; tKn--ry^^K— /V 
-l-^-y[{b^No.8](D^j^ 

HJfef?!j8-i-e#^fc{t:^i5.img^yy7— 7H.5mi^#$^r, i-y^vv-2-^5: 

yV— /V#/l^^T/l^fcK5.0mg, v/T7^:^k^^^^-hy , y'^4.8mg^Px., 
^£*9pH<Sr4^1MLT, ^a^-C2.5B#^«#L^ 0 taft^/fc^W-Mcig 
^^Px.SJ^^#li:$-fr, ynn^/W^-ctttijUco t&^P^^-e* 

$*u M^^hyy^^j;t9^:M$^c 0 mm^^tmm^^^f^y^ 

^{b^0^^16.5mg^^@#:i!LT#fc 0 
MS(FAB,Pos.):m/z=492[M+H] +1 H-NMR(500MHz,CDCl ): 5 
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=0.85(6H,t,J=7.4Hz),1.39-1.52(6H,m),1.65-1.71(2H,m),2.33-2.36(4H,m),2.44(2H,t, 
J=7.3Hz),3.54(2H ) s),3.57(2H,s),3.59-3.63(2H ) m),3.61(3H,s) ) 3.76(2H,s) ) 4.37(2H,s) ) 
6.88(lH,s),6.89(lH,s),7.01(lH,s),7.02(lH,s),7.41(lH,ddJ=0.6,7.7Hz) ) 7.59(lH,ddJ 
=1.6,7.7Hz),7.94(lH,d,J=0.8Hz). 

9 

[0042] mt$]9 : N-(4-{[(lH-^f^V— ;V-2-4;V^;V)-T^A-^/V}-^<ly^;V)-n-^ 
/V-N' ,N'-i^^ntVV-^>'-l,4-v ;? T5:^Mb-^^No.9](D^^; 
Hlfef?!j9-1 : 4-{[(4-v ? ^°ntVVT^y-^^/V)-^^/V-T^y]-^^/H-^<^y ? ^MJ7V 

5/k-<^y^hy/H54mg^Px./Co ^-/Vh^r^hy^^/V0.351ml^Px.-C^S-Cft# 
rtt^^^y~/V9.2mli^^$*36%*/V^T/^tK^^^0.134ml^P^c 

o ^ryTK^b^^^^-hy^^oimg^p^o ^-e P H=5^p^bT^?a-e24^ 

MS(FAB,Pos.):m/z=302[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.87(6H,t,J=7.3Hz),1.40-1.51(8H,m),2.17(3H,s),2.33-2.40(8H ) m) ) 3.51(2H,s),7.44( 
2H,ddJ=0.5,6.6Hz),7.60(2H,dd,J=2.0,6.6Hz). 

mMim-2 : N-(4-{[(l H--f — ;v-2-4;v*?-;v)-TKA-* ^vH--0->W)-N-y 

HJfef?!j9-l-e#^tb^k^l3.2g^^y— /V530mK^$?U -?r^lmol/l7k^ 
{^hy^^«133mk 7*— ^^/H.3g^Px./c Q 7K*#HMT^a-e4B#^ 

~tV&M7k^y— /V580mHd§$?U 2--f^^y— /V^7/^^r^T/V7tK5.07g, 
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i-bV^J^3.32g^\iX.fc 0 ^?a-e20#^«#b/' o 7k&Mx.XmM& J g^fc 0 ynn 
MS(FAB,Pos.):m/z=386[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.90(6H,t,J=7.3Hz),1.63-1.81(8H,nO,2.63(3H,d,J=4.6Hz),2.94-3.06(8H,nO,4.36(2 
H,s),4.53(2H,s),7.67-7.71(6H,m),10.39(lH,brs),11.13(lH,brs). 

MMM 10 

[0043] M&MlO : N-^^/V-N-[4-({[l-(l-^^/V-lH-^^y ;V-2-4/V^;V)-lH— 
/V-2-^/V^^-/H-T5/}-^^-/V)-^^> ? /V-N ' ,N ' 



l-^/W^y^/W2.1g^/^^/^T/^fcK5.00g^l20°C-e3B#rHWPI^*#b 
fco 

/N^^/VAT/V^t:Kl3.0g^ii^PL, 120°C-e8B#^»#Lfc o j£^120°C-C3B#^ 
a#L/c 0 gft^fyy^/MOml^Px., 135T:-e3R#^31^$^:^: 0 gft^fyy^/V 
40ml^Px., 3l#^Ui 0 ^^^-C^^PL, Uto®, ^^/V^L^^-fr, 
fBO^b^36.2g^ Q @frtU#fco 
[0044] HJg^tJlO-2 : ;V-l-^f ;W^V-;Hit©^^ 

h/k^^^g^L.^fE^^^^^^^g^^Hfr.kb-C^Co 
[0045] HWlJ 10-3 : N-y^/V-N-[4-({[l-(l-y^vV-lH--f /W-2-^T/M^/V)-lH->f 

5yV— /v-2-^/vy^/HT5y}-y^/v)-^yv ? /v-N\N'-v?y°ntvv^y-i ) 4-v ; 

T^y^b^No. 10]<£>^j£ 
lliSf?!j9-2-e#^nfc^^39.1mg^DMF0.80ml^^fi?b, SifffllT, tK?^ 
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m&u m^msstrbv^KxmkLito mm®, mj±rmm^m^u &m$r>v 

MS(FAB,Pos.):m/z=480[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.86(6H,t,J=7.4Hz),1.40-1.52(8H,m),2.15(3H,s),2.34(4H,t,J=2.2Hz),2.37(2H,t,J=5. 
8Hz) ) 2.39(2H,t,J=16.5Hz) ) 3.45(2H,s) ) 3.47(3H,s),3.81(2H,s),3.94(2H,s),6.75(lH,d,J 
=1.2Hz),6.86(lH,d,J=1.2Hz),6.93(lH,d,J=1.2Hz),7.01(lH,d,J=1.5Hz),7.26(2H,s),7.2 
7(2H,s). 

Mt&ffl 11 

[0046] m&Mu ■■ [4-(6-{[(m-^^^y — ;v-2-^;v^;vy-{\-^;v-m-^^y— /W-2- 

^/^^/V)-T$y]-^^/H-lH-^^^V-2-^)-^^/V]-v ? ^°cifcVV-T5^Mk'^ 
#/No.ll](D^j^ 

Hi£0tJ 11-1: 4-(t-^^-/Vv ? ^^^/Vi/y/V^-^r^)-7^^-l-^-— ;KDM 

1,4-^^^— /W4.0g£rDMF120ml{£$g$¥$i3% -Y^A- /V3.02g, t-7'f/^ 
^^/V^nn^7^12.2g^Px., ^U^T15B#5gil#Ut 0 KJ^^r^M^Ji 

/p%7J*?v^h?974—(^^mm^^)\cxmMu m^^me.seg^ 

'H-NMRCSOOMHz.CDCl): 6 

3 

=1.05(9H,s),1.63-1.71(4H,m),2.05(lH,t,J=5.1Hz),3.66(2H,dt,J=5.1,5.9Hz),3.70(2H, 
tJ=5.9Hz)J.37-7.45(6H,m),7.67(4H,d,J=8.5Hz). 
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iy— ^>4A32.8g, N-^/V^r/V^Vls-N-^r^Vl .Q2g, Thy^^/VT^^B^J^ 

[0047] mmm i 1-3 : s-^n^^-^-a-^^/v^^^v^y/v^-^-^^^y ^vh^-v 

5-^n^^V^2.50g^THF75mUC^^$-fr, -78°C^#T^ lmol/iy^->^« 

hy^^/^>y/vr^K/^i^^^ii.8mi^px., 30^r^«#bfc o *svvc\ mmm 

1 l-2-C#e>^c^'^^33.86g(DTHF 

mm^M^, ?uu*/vMz.xmm\^ mmm^mTKmm^-hv^^x^m. mj±m 
hy^/vr^^2.63g^px., muK±ifmmmw^ti 0 m^^xi^-^tw^?* 

[5,4,0]'>^T 1 >-7-^^3.97g^Px., 70°CiCXimmMW^fc o K^W^<D^m 

f±mmu mm^m^mtr^^j>,7kWm^M^tiu^/PMcxmmu 
tvxmtio 

'h-NMR^OOMHz.CDCI): 8 

3 

=1.06(9H ) s),1.77(2H,quint.J=6.1Hz) ) 2.42(2H ) dt,J=6.1,7.6Hz),3.62(2H,s) ) 3.71(2H,t, 

J=7.1Hz),6.88(lH ) t ) J=7.6Hz) ( 7.34-7.44(7H,m),7.54(lH ) d,J=8.3Hz) ) 7.64(4H,d,J=8.1 

Hz),7.71(lH,d,J=8.3Hz). 

1 1-4 : 5-^n^e-2-[4-(t-^^-/Vv ? 7zn^/V^y vO:/^vVH^V-l- 
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mvmtvxmfro 

[0048] MMM 11-5: ^xi^r-2-\A-{t-y^JVV-7 aixvVv-y /V^-df-^)^^/V]^^V-l- 
Hlfef?!jll-4-e#^tt^^^2.03g^^y— /V61mU THF31ml^?§^;^\ y\0^ 

^^-/V) ^Tfjf MU ^HE^b^ 1 .54g£r ^ £LT#fc 0 

[0049] ^»!ll 1-6 : [4-(5-^n^-l-^h^iX^h^i/-l-^>'y>'-2-^/V)-^>drv']-t-^^- 

llifef?!jll-5X:1#^tL^k^l.54g^DMF46.2ml^^^, 7K^*1#T^ 60%tR 
^^^-hy>>A235mg, ^PP^Wf;l/x- 7VV592mg^JP;L, ^&^-C24U#P^lf 

#ltc 0 m&m^it&Mx.. wxi^vMcx^m^ ^mm*m*&wtAz.xmfr 

[0050] MMMl 1-7 : 3-(5-^n^-l-^h^^h^^-/r^^V-2-^7V)^/VT/V^tK©^ 

HJfef?!jll-6-e#^tL7^^^^)1.64g^THF 49.2ml^}§#?£-fr, lmol/l^h^^/k 
T^^e^«7^^7k^-^K/THF^|R4.69ml^Px.^fi^-C3B#^^#L7Co S^fe 

nn^^>-41ml^^^$^r, ^eW3r^7— >^-:7^4A5.15g, N-^/^/^])>-N-^r 
^Kl.lOg, Tb77°nt>7y^xr>A/^ /V^— M09mg^Px., ^U^T1B# 
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[0051] HWdl 1-8 : 5-^i3^-2-(3-^^i3fcVVT^y^^/V)-l-^b^Vp<hdriX-^'^^(D 
1^ 

IIMf^Jll-7^#^fc{^^574.0mg^l,2-^nn^^^28.7mH^^^r, ^ 
743.6mg^P^. N 20U#rHlJt#b^ o S^t-lmol/l^^k^-hy^^^K^lt^P^.^ ^ 

M^OtMU ^|B<D^^552.4mg^fe?ft^i:bT#fc 0 
[0052] HJfe^Jl 1-9 : 5-i/Ty-2-(3-i^^afcVVT^y^^/V)-l-^h^riX^hdri/-^'^y^(D 

H3tf?!jl l-8-e#^tL^l^'^^552mg^DMF1.67mH^^$^: x ^T^fb»} 
94.3mg,^h^^hy^ai^7^^^^^/-?^v?i7^61.8mg^P^., 80°C^T48B#P B 1}f 

-(^ n ri^/VA/^^7-/V)^TffiMb,tlfB(Z)^^436.8mg^ltfe?ft^i:L-C 

[0053] ^»!ll 1-10 : 5-T^y^^/V-2-(3-^^ntVVT5y^^/V)-l-^h^^h=¥v'-^>' 
^^©^ 

llifef?!jll-9-e#^n^k^436mg^THF21.8ml^^$-^, *.mtT 7^->7 A 
y^>7A138.7mg^Px., ^?a^-C24B#^^t#Lfc 0 SJ£^-g»^VK 
/V, lO%^^hy-7^7Jy'7A7K^^Px.l0#^^#b/Co ^no^AtC-Ctttli 

u t^p«*i5fcML ^a^hy^^-c^, «j£*«iLfco as^>y^ 

189.7mg£Jt^tt^£LT#fc 0 
[0054] MMMl 1-1 1 : 2-[2-(4-v ? ^ P nt 0 /VT^y^^-/V)-l-^h^r^h^r^-^r>'^'V-5-'i'/V 
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^]-W/K-^i,3-ity©#)J 

MS(FAB,Pos.) : m/z=493[M+H] + 
MMMl 1-12 : 2-[2-(4-v ? ^ P titVVT^y-^^/V)-3H-/r>T i V-5-^/^^/^]-/ry'l' 

MS(FAB,Pos.) : m/z=449[M+H] + 
MMM 11-13: [4-(6-T3:/^^-/V-lH-^ V^V-2-^/V)-^^-/V]-v ; 7Vt:VV-T^^ 

^0.082ml^JP;t, 3B#rBl»M»i3rfc 0 ®^^0«i>§&J±l§$iU 
MS(FAB,Pos.) : m/z=301[M+H] + 

MMfiU 1-14 : [4-(6-{[QiW^V— ;v-2-4/v^;v)-T^A-^M-m-^"f> 
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/V#/V/^>T/V^rfcKl9.2mg, ^r/Vh^mhV^/^42.5mg^1]\\K.^U{Z.XZ0^m 
MS(FAB,Pos.) : m/z=380[M+H] + 



mmm 1 1-15 : [4-(6-{kih— — /v-2— < /u^/uya-^/^-in— r^^v — ;v 

-2-^;v^;v)-t^A-^M- l H--f iy^-2--i;v)-y^;V\-^ n t°/v-r^Df b 

^No.ll](D^ 

*px., mm^xv\\=\\cmwe^. m^rcmwrnw^t^ Ri^m^co^m^m 

MS(FAB,Pos.):m/z=475[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 5 

6 2 

=0.90(6H ) t ) J=7.3Hz),1.60-1.68(8H,m),2.96-3.31(8H ) m) ) 3.69(5H ) m),4.01-4.15(6H,m 
),6.52(lH )S ),7.05-7.62(7H,m). 

12 

[0055] Wkmn 12 : l-(4-v J 7°ntWT5/^^-/V)-3-(4-{[(lH— T5^y — /V-2— f /V^^-ZV 
i^No.l2](Z)^ 
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MMM12-1 : \-(A-i/T;-7^^;v)-?,-(A-i/^vi\i 0 ;vT^;y^;v)-v^T<D^ffc 

MS(FAB,Pos.):m/z=317[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.88(6H,t,J=7.3Hz) ) 1.43-1.59(8H,m),2.37-2.44(6H ) m) ) 3.25(2H,dd,J=6.1 ) 11.2Hz),6 
.06(lH,br),6.90(lH ) br),7.48(2H,dJ=8.8Hz) ) 7.54(2H ) d,J=8.8Hz). 



mmmi2-ixnhnfc^me6Amg^m^THFUmuz.mmu 7K^L7t 0 
^K*^T/v5^^^y^-^A223.img^px./ > c 0 m^.x2.mmm¥\jt. a mm^/^ 

MS(FAB,Pos.) : m/z=32 1[M+H] + 



Hi&f^J 12-3 : l-(4-v ? ^°nt7VT^/^^-/V)-3-(4-{[(lH-^'^^y^ /V-2-^/V^^/V)- 

ll^f?!jl2-2X:1#^n^k^l95.6mg^7Ky^y--7V7.8mH^^L, 2-^*V 
— /Vjj/U7$^T/V<fW88Amg, ^/Vh^mhV^/W.200m\&J)\\Z.X^UXUgf 
^«#bfc 0 ^^7kiHt^^hy^69.2mg*n£fCo ^^1.5B#|i0flH$Ufco 

fc 0 
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MS(FAB,Pos.) : m/z=401[M+H] + 

4£»No.12]<d^j& 

-2-^T5:^y— 7V^/V#^f^T/V^tK41 .8mg N V7V ?klft^?*^HJ ^47. lmg 
MS(FAB,Pos.):m/z=495[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.89(6H,t,J=7.3Hz),1.46(2H,quint.,J=6.9Hz),1.63-1.69(6H,m),2.94-2.99(4H,m),3.0 

l-3.06(2H,m),3.09(2H,m),3.57(2H,s),3.69(3H,s),4.04(2H,s),4.11(2H,s),6.64(lH,br), 

7.20(2H ) d ) J=8.7Hz) ) 7.30(2H ) dJ=8.7Hz) ) 7.55(2H ) dd,J=2.0,6.4Hz) ) 7.64(2H ) s),9.01(l 

H, brs) ) 10.09(lH,br),14.67-14.74(2H,br). 

MMM 13 

[0056] B3tf?!J 13 : [4-(6-{[(lH— { /V-2— f7M^-/V)-Q-^/WH— f /V-2- 
^/V^^/V)-T57]-^^/H-l-^^/V-lH-^^X^5^y^/V-2--1 , /V)-^^-/V]-v > 7° 
PtVV-T$^Mb^Wo.l3]<^$c 

Hifef?!jl3-1 :4-T^y-3-(5-t-^>^-^7V^-7VT^y- ^^y^7VT^/)^oft,#^ 

5-t-^>^i/^7/V^/V-T5y-^^^(T/VKy^^tt$i)1.45g, WSCI^^^1.74g, 
HOBt 

I. 25g£DMF 20mUcMMU 15^^«#Lfc 0 ^;m-3,4-^T5/^o&«b^vV 

i.oo g ^p^T^?a-t?4n#r H w#bfc 0 j&fomT&mfcT^mm&mizvtio mm: 
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MS(FAB,Pos.) : m/z=365[M+H] + 

HJfe^J 13-2 : 2-(4-T5y-^^-/V)-3-^^/V-3H-^^X^5^y^/V-5-^7/V^V^ 

mfe0iJ13-l-e#e>^t^b^^366mgSrDMF7.Oml^^^L, ^*U£60%;fc5frffrW 
•>^44.3mg^Px., m#H9fc#Ufc 0 ^<D^3^^/^222/zl^bi*o;!)P;t-C^ 

MS(FAB,Pos.) : m/z=262[M+H] + 
MMM 13-3 : 2-(4-v ? ^°nt7VT^/-^^/V)-3-^^/V-3H-<^X/r^yy— 
mg^J13-2-e#e>^fc>fb^219mg^^y— /W.2m»51j§#b, 61^200 jkU %/T 

icbT, ^|E(D^^#l305mg^fe»^^LT#/c o 
MS(FAB,Pos.):m/z=346[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 
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=0.82(6H ) t ) J=7.3Hz),1.37(4H ) sext.,J=7.3Hz),1.51(4H,quint. ) J=7.3Hz),1.78(4H,quint 
.J=7.6Hz),2.26-2.37(4H,br),2.40-2.49(2H ) br),2.89-2.94(2H ) m) ) 3.81(3H,s),3.88(3H, 
s),7.62(lH,d,J=8.3Hz),7.80(lH,d,J=8.3Hz),8.13(lH,s). 

MMffl 13-4 : [2-(4-v > ^°nt7VT57-^^-/V)-3-^^-/V-3H-^^X-f /V-5- 

*#^T/^^^^y^^A120mg^THF3.0ml^^^$^rT0°C^7^PL, ^.flizM 
Jg^J13-3-e#b^^b-^^305mg<DTHF^^4.5mlSrMTUfc o ^?&t-JlLT2B#f! 

MS(FAB,Pos.):m/z=318[M+H] + 

HJfef?!jl3-5 : 2-[2-(4-v ? ^°titVVT5y-^^/V)-3-p<^-3H-<^X^^^ N y— /V 
-5--f7^^/V]-'fy-i'^K^-/V-l,3-v ? ^-^<7)^J^ 

IIM^Jl3-4^j;^#^^c^^245mg^^at2^/kA5.0ml^^^L, 
^/k^-/^nyKl77mgihy^^-/VT5^107 i ul^Px.s ^fi-C2B#Rg»#Ut 0 rtb 
^y^-^^i3yK65.2mg^Px.Tl|fe«#Lfc 0 BLmfeT'&&fam!^^V))VJ* 

rtL^DMF 3.0mll!lj§#U ^^/W5K7Jy-7^164mg^Px.T^^-e3 0 
*/VA/^/-/V/7k)^J;i9»MU ^fE(7)^^232mg^^fe@#:^bT#fc 0 
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MS(FAB,Pos.) : m/z=447[M+H] + 

MS(FAB,Pos.) : m/z=3 1 7[M+H] + 
III 13-7 : [4-(6-{[(lH-^5^y^/V-2-^'/V^^-/V)-(l-^^/V-lH-'f ^/—;V 

HJfef?!jl3-6iCj;(9#^ttf^b^l7.0mg^^y— /k0.5mU^^L, ^/Vh^hy 
18.0mg, 1^20/zU ^Ty7K^^ I 7*i-hy , >^12.5mg^PX.-C^a-eiB#^«# 

?fc*§^ ^TK^^hy^^-c^ufco mw&mjzTxmm&m^u mm^v 
~biz£vmmcD4k&m<DmMm9.2mg&t&n&mfcb^xm^ 
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MS(FAB,Pos.):m/z=491[M+H] H-NMR(500MHz,DMSO-d ): 5 

6 

=0.91(6H,t,J=7.3Hz), 1.67-1. 71(4H,m),1.76-1.86(2H ) m),1.87-1.96(2H ) m) ) 2.96-3.04( 
2H ) m) ) 3.08-3.14(2H,m),3.25(2H,t,J=7.3Hz),3.74(3H,s),3.89(2H,s),4.07(3H,s),4.13(2 
H,s) ) 4.21(2H,s) ) 7.51-7.54(3H,m),7.63(2H ) s) ) 7.68(lH ) d,J=8.4Hz) ) 8.29(lH,s). 

14 

[0057] M&i] 14 : 3-(3-v ? ^ 0 ntVVT577°nt 0 /V)-8-{[(lH-^5^y^/V-2-^/^^-/V)-(l- 
^^/v-lH-^^^V^/^-2-/T/i-7 { ^/v)-T5;y]-^^-/H-3 ) 4-v ? tKn-iH-^<^yTe] 
[1 ,4] v'Tif t°^-2,5-i/3-^Uk&<&)No. 14]<D^J$ 

Hife^fJ14-l : 2-l5-t-y*h^%/^^^T*/-2-(9H-7/V^U>'-9-4^h*i/% 

T^y-2-(9H-^/V^l/^-9-^/Mh^^^/V#^/VT57)-^#:^(^ffl^^|±M 
)3.18g^ 7 ( < t o y> ? ^30mH^^?Lfc o -15°C^?£;fePU ^^^y^0.718ml^P 

i%m7kmi-wj*7kmw, m^ik^xm^t^ mm^^yv^xMmi^xm 

MS(FAB,Pos.):m/z=646[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=1.44(9H,s),1.62-1.64(2H,m),1.79-1.84(lH,m),2.06-2.18(lH,m),3.20-3.21(2H,br),3 

.83(3H,s),3.95(3H,s),4.28(lH,t,J=7.1Hz),4.37(lH,t,J=7.3Hz) ) 4.43(lH,d,J=5.1Hz),4. 

52(lH ) ddJ=6.8 ) 10.4Hz) ) 5.21(lH ) d,J=6.3Hz),7.32(2H,tJ=6.1Hz) ) 7.40(2H,t ) J=7.6Hz) 

) 7.66(2H,d,J=7.3Hz),7.70(2H ) d ) J=7.3Hz),7.77(3H,d,J=7.8Hz),8.10(lH ) dJ=8.3Hz) ) 9. 

32(lH,s),11.56(lH,s). 

: 2-(2-T^/-5-t-y^^/U^/^T^y-^<^M/^T^y)-y L ^^ 

ll^f?!jl4-lTl#^tL^b^^236.0mg^4iE 7 ( <D MF4.7ml^^jii|L, ZlZ.^^/V 
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<D 1 94. 7mgSr*lfe*!ri4 H #:<kbT#/c 0 
MS(FAB,Pos.):m/z=424[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=1.43(9H,s),1.64-1.72(4H ) m) ) 3.17-3.19(2H,m),3.58-3.61(lH,m) > 3.94(3H,s),3.97(3H 
,s),7.76(lH,dd,J=1.7,8.3Hz),8.02(lH,s),8.11(lH,d,J=8.1Hz),9.41(lH,s),12.08(lH,s). 

II^^Jl4-3:3-(3-t-^>^iy^/V#^/VT5y-^nfcVV)-2,5-^^^y-2,3,4,5-^b 

^^Jl4-2^#^tV^k^^303.8mg, ^hyyAt-y>^i/K(fP3fel±M)138.4mg 
^«THF6.0mn^»L60°C-C15B#^»#bfc o SJ^fL ^^P^Tynn/JvKA 

MS(FAB,Pos.) : m/z=392[M+H] +1 H-NMR(500MHz,CDCl ) : 5 

3 

=1.41(9H,s),1.43(lH,br),1.65-1.82(2H,m),2.05-2.11(lH,m),3.18(2H,d ) J=6.6Hz),3.7 

7(lH,d,J=6.1Hz),3.96(3H,s),4.88(lH,brs),7.13(lH ) brs),7.73(lH,s),7.90(lH ) dd,J=1.5, 

8.0Hz),8.04(lH ) d,J=8.3Hz),8.66(lH,brs). 

^y^yA6.8mg^px.-c^a-e30^-p^«#L/c o M^^-hyy^yy^ 

MS(FAB,Pos.):m/z=364[M+H] +1 H-NMR(500MHz,CDCl ): 5 
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=0.90(lH,d,J=6.3Hz),1.42(9H,s),1.62(2H,br),2.03-2.05(lH,m),3.14-3.15(2H,m),3.6 

8(lH,dd,J=5.6,11.7Hz),4.70(2H,t,J=3.9Hz),6.87-6.96(lH,m),7.04(lH,d,J=6.6Hz),7.1 

KlH,dJ=7.3Hz),7.83(lH,d,J=8.1Hz),8.94(lH,br). 

: 3-(3-^ntVVT57^ntVV)-8-tKn^iX^/V-3,4-i^fcKn-lH-^< 

HJiF!ll4-4-e#fetvfc>fb^224mg^^y— /V2.2ml\cmMU 4mol/l*frfb*^f/ 

fc 0 i^-r^-^^m#ai(T^^-^MRA-4io)-e^ab^ 0 

yy ^/M).158mk iXT/^K^^^^hy^A^lmg^P^Co ^?a-C21B#^«#b 
MS(FAB,Pos.) : m/z=348[M+H] + 

mmw 14-6 : 2-d-^^/v-iH— r^^'y — /v-2-^/M^-/v)— ry^^K— /V-l ,3-^ 

HSif?!jlO-2-e#^^l^b^^83.50g^DMF 250mU^j^£-^ -30°C-C\ y-hy^ 
t-^>dr^K49.00g^P^.fc o $^>^^^/W^K^y^^95.0g^Px.fc o '©f, 70 
°C-^20#rBm#b^ o KJSfL 7K800ml^fcit, W^^ttM, Tkft, |£8IU ^fB<Z) 
^#/101.5g^efe@#:^b-C#f' o 
[0058] ^ife^iJ14-7 : C-{\-^;V-\H-4^/— /V-2-4/V)-^/VT*XD&]& 

^l7KfP^1.89ml^Px.T2.5B#r H WPI^3S^tUfc 0 ^»£i?^f MMUi 

MS(EI):m/z=lll[M] +1 H-NMR(500MHz,CDCl ): 5 
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=1.99(2H,br),3.63(3H,s),3.90(2H,s),6.81(lH,d,J=1.2Hz),6.92(lH,d,J=1.2Hz). 

)-(l-^^/V-lH-^5^y— /V-2-^/V^^/V)-T5/]-^^-/H-3,4-v > t;Ki3-lH-^<^^ 
[e][l,4]^TW^-2,5-^^Wk^K»No.l4]«>^^ 

ll^^|14-5^#fe^fc^^^36.0mg^nn^/^0.6mH^^Ln^b^>'^ 
(^^aB B p)180mg^P^.T^?a-e3B#r H m#b^: o ££l&^ «^h*iSLTi§jK 

=3r^hy^/V0.033ml^Px.-C^M-C16H#^«#b7to ^^*^t^>* ^hy«> 
^h/Sr*S*^^y— /V1.2mH^^L, 2->f^A- /V#/V^i/T/l^fcKl4.4mg, 

i/ry^K^b^^^^-hy>Ai8.9mg^px.fc 0 g»r*pH=5^iasut, ^u-e2B 

^^19.4mg^e^@ft:i:L-r#fc 0 
MS(FAB,Pos.):m/z=521[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

'62 

=0.87-0.90(6H,m),l. 61-1. 64(4H,m),l. 79-1. 83(4H,m),2.96-3.00(4H,m),3.07-3. 08(2 

H ) m) ) 3.76(3H ) s) ) 4.03(lH,br),4.10(2H ) br) ) 4.24(4H ) s) ) 7.53-7.55(lH ) m),7.61-7.63(4H 

) m),7.65(2H,s). 

^gJfe^I 15 

[0059] m&$U5 : 44[(3,5-^^/V-t°y v ; ^-2--r/^^/V)-(l-^^/V-lH--T5^y — /V-2- 
^No.l5]0^ 
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4-^hv<<>&frT^&mm&MAU7V — ft:3.94g£#fc 0 ^tb^7M^/-/V 
80mH^j?U i/T/^^b^^hy^S.SSg, 2}"/Vh=¥my^vW.18mU 

MS(FAB,Pos.) : m/z=237[M+H] + 

mmm^-l^nhfltz.it^m2.&l^^/—/V25m\\Z.m'm^ THF13mU ^'14^ 
261mg, H^^67K^P^26.1mg^Px.T305>B^b^: o -^^^MbtK^v 5 

MS(FAB,Pos.) : m/z=207[M+H] + 

tm^/W^OmHClg^fU WSCIi^^i^l.21g, HOBt963mg, ^ifef?!ll5-2-e#^tLfc 

fb^^865m g ^p^^?aT^^#Lfco ra^rm, lmoi/mm^bv^^m- 
m&Dux.u-£b<MW\stc 0 ^n^tiviyis/v^mmu m^mtr^^^m 
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MS(FAB,Pos.) : m/z=440[M+H] + 
MMM 15-4 : 4-T5/^/V-N-(4-v ; :/Pt7VT5/^/V-:7;n— ;V)-^yXT^KO 
^^|15-3^#fe^bfc^^545mg^^^y— /MOmlKSgtffcU 4mol/lifrfb!k 

MS(FAB,Pos.) : m/z=340[M+H] + 

ItfJ 15-5 : N-^-v^P \i°/VT^J^;V-~7^ /V)-4-{[(l-^/V-llW5:^V— ^ 

HJfef?!jl5-4-e#^tL^k^389mg^M7K^^y— /MOmHdfg^U ^JvH^^hy 
^^/H88 jit K /^/^^riyT/VT f tKl39mg^nx.^^#HMT^^ 

-e«m#b^ 0 #:v ^^Ki^^7K*^* i >*^-hy'>^43.4mg^px.^^-e2B#ra^ 

1^346mg^jt&@^bT#fc 0 
MS(FAB,Pos.) : m/z=440[M+H] + 

Hife^!jl5-6 : Z,5-V>^/V-\i 0 y^-2-%/V^*yT;V^\iY<D&ffc 

2 ) 3 ) 5-hy^^/V-t°y^(mM^^±B)1.29g^^nn^^^l5.0mU^^L/c o 
M^«^0r^^PUfcm,m-^nnig^S#^2.53g^Px.-C^a^T1.5B#r H 1 
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MS(FAB,Pos.) : m/z=136[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=2.40(3H,s),2.63(3H,s),7.43(lH,brs),8.48(lH,brs),10.16(lH,s). 



mMMl5-7 : 4-{[(3 ) 5-v ? ^^-7V-t°y> ? ^-2-^7Vp<^/V)-(l-^^7V-lH--r^^y >V 

-2-^7^^/V)T^7]^^7VKN-(4-^^nt°/VT^7p<^/V-7^^/V)-^<^XT^KWb 

^No.l5]<D^ 

lb^3^hy^33.7mg, ^0.50mU ^»!)15-6-e#e>^^b^58.0mg^Px. 

TS*#HMT^a-e2 0 mmwi^tc 0 KfomrWi, mmtmiz, ^nn*;^i^ 

^At^lLfco ^^©^braS^>y^^V^^^^i3-^h^^'i'-(^nc2*/k 
A/^^/k)^J:«9^, ^MaL^fE(D^^(D^^174mg^e^@#:i: 

MS(FAB,Pos.):m/z=553[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.88(6H,t,J=7.5Hz), 1.65-1. 76(4H,m),2.37(3H,s),2.40(3H,s),2.92-2.98(4H,m),3.75( 
3H,s),3.84(2H,s),4.16(2H,s),4.18(2H ) s),4.28(2H,s),7.51(2H,dJ=8.4Hz),7.54(lH,d,J= 
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2.0Hz),7.54-7.55(lH,m),7.56(lH,s),7.57(lH,d,J=2.1Hz),7.85(2H,d,J=8.5Hz),7.87(l 
H,s),7.88(lH,d,J=2.1Hz),8.16(lH,d,J=2.0Hz),8.53(lH,s). 

MMW 16 

[0060] Wki&m 16 : 4-{[(5-^/V-t°y ^-2-^;V^;V)-{\-^;V-\W-y(^J /V-2-^f 
^No.l6]<D-fr$c 

HJfef?!jl6-l : 5-^^/V-t°yv?^-2-^7/V#^v'T/V-7 ? tKC>-^^; 

5-3i^/k-2-^^^-t°y V(^^^±M)2 . 3 1 g£r>^u p^^25 . 0ml ICMM^ 
fc 0 

^^^0r^^Pb/cm,m-^anii^S#^4.43g^Px.-C^ia^-C2.5R#^ 
Z.tl&^/—/V80.0mUcWML<fCo ^mm^0°C\Z.^M\.tzM. 12.5%^hy->^M 

^m^vtcM, mmyK^MK., ^^/vj^xmm\^tc 0 mmm^m^my^xmw- 
)7.44g^p^., muKxi8mmmwi.tc 0 Rmmm^y^bmmi,ti 0 mm^mm 

/V)^-C*tMb,tllB<Z)^^515.6mg^jtfe^^^L-C#fCo 
MS(FAB,POS.):m/z=136[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=1.31(3H ) t ) J=7.6Hz) ) 2.77(2H,q ) J=7.6Hz) ) 7.70(lH,d,J=7.8Hz) ) 7.91(lH ) d ) J=7.8Hz) ) l 
0.06(lH,s). 
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llifef?!jl6-2:4-{[(5-^^^-fc°y^^-2-^/^^7V)-(l-^^7V-lH-/r^^V-7V-2-^ 
^No.l6]<D-£-$G 

xwmmmm.T^n-?2 0 ^i#uc c 5cmmT&, mm*m^ ^p*mi^ 

MS(FAB,Pos.):m/z=553[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.88(6H,t,J=7.3Hz),1.20(3H,t,J=7.6Hz),1.66-1.77(4H,m),2.77(2H,q,J=7.6Hz) ) 2.91 
-2.98(4H,m),3.78(3H,s),3.86(2H,s),4.18(2H,s),4.22(2H ) s),4.28(2H,s),7.51(2H,s),7.5 
2(2H ) d,J=8.4Hz) ) 7.57(2H ) dJ=8.7Hz),7.87(2H ) d,J=8.2Hz) ) 7.88(2H,dJ=8.7Hz),7.98(l 
H ) d,J=8.2Hz),8.37(lH,dd,J=2.0,8.2Hz) ) 8.68(lH,d,J=1.8Hz). 

MMM 17 

[0061] : [4-(6-{[(lH— f5^"y — /V-2— r/M^-/V)-(l-^^-/V-lH— T5^V— /V-2- 

^/^^/V)-T57]-^^/H-34-i^tKn-lH-^ydryy^-2-^/V)-^^-/V]-v > ^°nt 0 
/V-T^Mb-^No. 1 7]<D-8l$ 



Hlfef?!jl7-1 : 6-^ti ; e-3 ) 4-v ; tK^-2H--rydryy^-l-^->'(D^^c 

5-^n^^yV^5.47g^-<^ifV71mH^^$-^ N Mt^l4ml^!}P;t.-C^L<* 
#Uc Q •?:^--Tv ? ^-7-hy7^2.52g^^o<i9^Px.fc 0 Sit-C30^W«#b^o ^ 

<D^l^2.25g£fife@f*£bT#fc 0 
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MS(FAB,Pos.):m/z=226,228[M+H] H-NMR(500MHz,CDCl ): 8 

3 

=2.99(2H,t ( J=6.8Hz),3.57(2H ) dt,J=2.9,6.7Hz) ) 6.23(lH,br),7.40(lH ) s),7.50(lH ) dd,J= 
2.0,8.3Hz),7.93(lH,d,J=8.3Hz). 

^^^|17-2:l-(6-^n^-3,4-^tKn-lH-^y^yy^-2-^/V)-2,2,2-hy^/V^-n- 

ll^f?!jl7-lTl#^tL^b^2.253g^te7KTHFllmH^fi?L, -^^lniol/W^ 
^THF|g#:/THF^(S^k^l±M)55.4ml^Px.fc 0 l»I^M^Lfc 0 

bfc 0 »»*LT, ^fE(D{b^2.23g^Fife@#:^bT#fc 0 
MS(FAB,Pos.) : m/z=308,310[M+H] + 

mmwm-s 1,2,3 A-Th^t^v-^y^jv ;v^hy;va)&$L 

^iif^l7-2-e#^tifc^^2.23g^NMP27mnc^Lfc 0 v'T^^- «1.56g 
^JP;tT4B#rs1»M^Ut 0 Si^m, >K^LT7j<, T^^T7]<^Px.fc 0 ^pp^ 

^-^/P-e^bfCo tlfB(D^^#/^Ml.95g^^@#:^b-C 
MS(FAB,Pos.):m/z=159[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=3.06(2H ) t ) J=6.4Hz) ) 3.34-3.36(2H,m),4.32(2H,t ) J=4.6Hz) ) 7.45(lH ) d,J=8.1Hz) ) 7.71( 
lH,dd,J=1.7,7.8Hz),7.76(lH,s). 
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MS(FAB,Pos.) : m/z=246[M+H] +1 H-NMR(500MHz,CDCl ) : 5 

3 

=0.87(6H ( t,J=7.3Hz),1.21(6Ht,J=7.0Hz),1.42-1.48(4H,m) ) 1.49-1.54(2H ) m) ) 1.59-1.6 
4(2H ) m) ) 2.36-2.39(4H,m),2.44(2H,t,J=7.5Hz),3.50(2H,quint.,J=7.1Hz),3.65(2H,quin 
t.,J=7.1Hz),4.50(lH,t,J=5.6Hz). 



1 7-5 : ^yntWr^y-yf/VT/PftK^-a-^ 

^m97mg^m^m^t\^xmc 0 

MS(FAB,Pos.):m/z=172[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.86(6H ) t ) J=7.6Hz) ) 1.39-1.46(4H,m),1.77(2H ) quint. ) J=7.1Hz) ) 2.32-2.36(4H ) m),2.4 
0-2.46(2H,m),9.76(lH,s). 



llifef?!Jl7-6:2-(4-v ? ^ 0 l3tV^T5y-^ ; ^/^)-l ) 2 ) 3 ) 4-^^^tK^--ry^yy^-6-^7^ 

iiife^7-3^i#ib;n^c^i^439mg£i^^^ 
m-rbu^^mm^iJUK.x^titiy^/v^mL'fz.o mm^^yv^xm,mi^x^ m 
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MS(FAB,Pos.) : m/z=314[M+H] + 
llffi^Jl7-7 : [4-(6-{[(lH-^5^y^/V-2-^/V^^/V)-T5/]-^^/H-3,4-v ; tKn 

-m-4y^/T^-2-4/v)-7^/vyi?^ti\i°/vT^(D^$L 

MS(FAB,Pos.) : m/z=398[M+H] + 
^Jfe^!ll7-8:[4-(6-{[(lH-^^y>/— )V-2-4>V**f->V)-(\-^5->V-m-4^J— ;V 

^w)-T5:y]-y , 1 h— ry yy ^-2— r /v-)-y^/ki- ^ 

PtVV-T$^Mb^f^No.l7]<^$c 

HJfef?!jl7-7-e#^tL^:^^104mg^4iE7Kyyy— /W.OmH^^b, i-y^/v-2- 
-f^yV — /V^7/V^df-^T/V'XfcK42.9mg, ^Ty^l^b^Jif ^hy^49.0mg^JP 

Mxmmu mm^mu mm<Dik&^mmmi5mg%&&mfobvxmc 0 

MS(FAB,Pos.):m/z=492[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,tJ=7.3Hz) ) 1.64-1.70(4H,m),1.72-1.76(2H,m),1.85-1.86(2H,m) ) 2.99-3.03( 
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4H ) m),3.08-3.12(2H,m),3.18-3.27(4H,m),3.68(3H ) s),3.70(4H,s) ) 4.09(2H,s),4.19(2H ) 

s),4.20(lH,d,J=18.9Hz),4.45(lH,d,J=15.7Hz),7.06(lH,d,J=8.1Hz),7.17(lH,d,J=8.4H 

z),7.21(lH,s),7.48(2H,s),7.60(2H,s). 

MMM 18 

[0062] $g5t0!l 18 : [3-(6-{[(ltW^V— ;V-2— < ;V^;V)-{\-^;V-\H-^ < ;V-2- 
^/V^^/V)-T57]-^^/H-l-^^/V-lH-^^X^5^V^/V-2-^/V)--<^> ? /V]-> ? 
!7°ntf/V-T^[{[^^No.l8](Z)'a^c 

3-^ci^^/V^ < i,#^^/V831mg^DMF12.5mH^AfL, i^nfcVKT^:^! 

[0063] Hife^!)18-2 : 3-^:/ntVkT3/^^V^-^S#^<D^£5c; 

^hy>^7K^9.0ml^Px.-C^M-Cl^«#L7c o SJS3^T^«ffiT-e^«rW 

mm&rxmm^m^x, mm^M^nmvxm^^msimg^^mi^t 

MS(FAB,Pos.):m/z=236[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.86(6H ( t ( J=7.3Hz),1.72(4H ) sext.,J=7.3Hz),2.51(4H ) quint.,J=1.8Hz),3.62(2H,s),4.4 

0(3H,s),7.60(lH ) d,J=7.8Hz),7.95(lH,dJ=7.0Hz),8.00(lH ) d,J=7.8Hz),8.17(lH,s) ) 10. 

70(lH,br). 

Itl 18-3 : 4-T5y-3-(3-v ? 7°ntVVT57^^-/V-'<^yV/VT5;/)-^,&#^ 
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MMffll8-2K£yffibfrltc4k&y03OOmg%.ZmSCmW& 365mg, HOBt260mg£r 
MS(FAB,Pos.) : m/z=384[M+H] + 



H»(J 18-4 : 4-T5/-3-[(3-v ? 7 P t2tVVT5y^^/V--<^yV/V)-^^-/V-T5/]-^ 

mfe^i|18-3^J:«9#fettfc^^#l380mg^rDMF 7.6mK^|?U £*U£60MC3f*ffc 
^hy^A60.0mg^PX. N l^ra«#LfCo ^<Z)^3^^^/V2l3mg^>L-f O^JP^l 

MS(FAB,Pos.) : m/z=398[M+H] + 



mMim8-4iCXWhnfci^m3.0mg^^7—JV1.0ml\cmM\^. 4mol/l^k 

mm^m^vxmm^^y-Mmmu m^^ymmcr^-^b 
iRA-4io)t-j;«9^y-#:i!b/c 0 mm^mmu mm^m&rxmmm^u mm* 
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MS(FAB,Pos.) : m/z=380[M+H] + 
[0064] ^ife^!Jl8-6 : 2^-^ri\i 0 ;VT^/^;V-y^;V)-Z-^;V-ZH-^^^/— 

7K^bT/V5— ^y^-^^16.5mg^THF 1.2ml^^$^T0°C^?fr£PU -tt^ 
^^|18-5lCj;^#fetl,fc^^#l44.0mg(DTHF^1.0ml^T0^-e2^KSi#L 

|E(D^^28.0mg^fe@#:^LT#/ > c o 
MS(FAB,Pos.) : m/z=350[M+H] + 



mfef?!jl8-7:[3-(6-{[(lH-^^^y— ;W2-^f ;HH-^^V- 7V-2- 

:7VfcVV-T^^^3No.l8]<Z>^j£ 

^W[|18-6^J;«9#^tl,fc^^31.2mg^^/— /^l.OmUcMMU ^30 M U 
l-^^/V-2-T57^^/W5^V— /V15.4mg^P^lT^?a-e2B#rBW#b7t 0 ^^t^ 
^T77K*^* , 7#-7-by , 7A22.7mg^P^., ^S^150#P B W#Ut o £fb^2-^^ 
y-7V^^^^T^tKl8.Omg^P^T^?U-ei80#r H 1*#Lfc o SJ^It-Tf^ 

MS(FAB,Pos.):m/z=525[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.88(6H,tJ=7.3Hz),1.70-1.83(4H,m),2.97-3.07(4H,br),3.75(3H,s),3.93(2H,s),4.15( 
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2H,s),4.17(3H ) s),4.23(2H,s),4.47(2H,d,J=4.9Hz) ) 7.54-7.55(2H,m) ) 7.57(lH ) d,J=8.3H 
z),7.65(2H,s),7.74(lH,d,J=8.3Hz),7.81(lH,t,J=8.1Hz),7.99(lH,d,J=8.1Hz),8.03(lH,d 
J=7.8Hz),8.32(lH,s),8.40(lH,s). 

MMM 19 

[0065] $g5t0!l 19 : 6-{[(lH— f ;W2- f /V^/VMl-^/V-lH-^^V— /V-2-^7V 
7«^/V)-T^y]-^^/V}-5,6J,8-^h^fcKn-^5^yTl,2-a]t 0 y^^-2-^77^V^(4- 
^:/nfc7VT57-^/V)-T5KMb^^No.l9]<D^^ 

2-T^y-5->/Tyt:°yv ? ^2.45g^^y— /V-30mltd£fl¥&ii\ 3-^n^-2-^V- 
MS(FAB,Pos.):m/z=216[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=1.33(3H,t,J=7.1Hz),4.33(2H,q,J=7.1Hz),7.61(lH,dd,J=1.7,9.6Hz),7.81(lH, 
,J=0.7,1.0,9.6Hz),8-61(lH,d,J=0.7Hz),9.36(lH,dd,J=1.0,1.7Hz). 

mmmi-2xnhnt^t^me3mg^^t2ti^>4.omnz.mm^, ^^is%h 
v^^T/^^j^/^^mmimmi^mr^xmu^xib^mmw^o 
mmfcmMMi9-ixnbfttc4t&mo(hng%M&m£2om$Mwi'f^ ^^4o°c 

MS(FAB,Pos.):m/z=342[M+H] +1 H-NMR(500MHz,CDCl ): 5 
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=0.87(6H,t,J=3.7Hz),1.43-1.73(8H,m),2.39-2.50(6H,m),3.50(2H,dd,J=6.3,6.8Hz),7. 
35(lH,ddJ=1.7,9.6Hz),7.51(lH,br),7.66(lH, 
J=0.7,1.0,9.6Hz),8.26(lH,d,J=0.5Hz),8.64(lH,dd,J=1.0,1.7Hz). 

: 6-T57^^-/V-5,6 ,7,8-^h7tKn— f5^VIl,2-a]t°y vV-2-#/l^V 

m(4-z?y°tt°/uT*y-y^^)-T^cD&)& 

MS(FAB,Pos.) : m/z=350[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.86(6H,t,J=7.5Hz),2.03-2.13(2H,br),2.34-2.38(4H,m),2.44(2H,t,J=7.2Hz),2.75-2. 
82(2H,m),2.85(2H,dd,J=6.2,12.4Hz),2.97(lH, 

) J=3.5 ) 5.5 ) 16.9Hz) ) 3.40(2H ) dd ) J=6.8 ) 13.4Hz) ) 3.67(lH,dd ) J=10.3,12.2Hz),4.18(lH, 

,J=l.l,5.2 ) 12.4Hz),7.06(lH ) br) ) 7.40(lH,s). 

mmmi9-4:6-{L(lH-4^7— /V-2— r/M^-/V)-T5/]-^^/H-5,6,7,8-^h7tK 
n-^5^yil ) 2-a]t 0 y^^-2-^/^V^(4-v ? ynt°/VT^/-^^-/V)-T5K(D^ 
HSif?!jl9-3-e#^^fc{b^28.3mg^^/— /M.0mK^l?$^;^/Vh=3f»y^ 
^VM).030mU 2-^^^VWv^/V^^T/V'XtKll.7mg^P^.^tat-T3B#rBW# 

tmm&&. mvki&Mz-xffifru m^m.m^-hV9Mcxmm^tc 0 mm&m 
u mm<D4k&mo.5mg%m&mytmtisxnti 0 

MS(FAB,Pos.):m/z=430[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.85(6H,tJ=7.2Hz) ) 1.41-1.48(6H,m),1.50-1.52(2H,m),1.56-1.59(2H,m),2.04-2.11( 
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2H,br),2.33-2.36(4H,m),2.41(2H,t,J=7.3Hz),2.61(lH,dd,J=8.1,12.0Hz),2.70-2.76(2 
H,m),2.91(lH,ddd,J=3.6,5.5,16.9Hz),3.38(2H,dd,J=6.8,13.4Hz),3.61(lH,dd,J=10.0,l 
2.4Hz),3.91(2H,d,J=2.2Hz),4.12(lH,dd,J=5.0,12.4Hz),7.00(2H,s),7.14(lH,br), 7.31(1 
H,s). 

: 6-{[(llW^V— J>V-2-4>V*<3-;vy (1-^/WlW^V— /V-2-^f 
/W^/V)-T5y]-^^/Vh5,6J3-^h7tKn-^5^[l,2-a]fc o y^^-2-^/V^V^ 
(4-v ? ^ P ntVVT^y-y^/^)-T5KWb-^^No.l9](D^^ 
HJfef?!jl9-4-e#^tL^:^^19.6mg^^y— /V2.0mHC^«?$^r % l-^/V-2— f 

B^Hl-J;«9pHSr4^HSib-c. gmi£T3i#W«#Ufco fi&^BMc*^hy^*» 

MS(FAB,Pos.) : m/z=524[M+H] +1 H-NMR(500MHz,CDCl ) : 5 

3 

=0.87(6H,t ( J=7.3Hz),1.40-1.69(9H,m),2.05(4H,br) ) 2.13-2.18(lH,m),2.35(2H,dJ=4. 

5Hz),2.35(2H,tJ=7.8Hz),2.42(2H,tJ=7.3Hz),2.50-2.60(3H,m),2.80-2.84(lH,m),2.9 

3-2.97(lH ) m),3.40(2H ) dd ) J=6.6 ) 13.4Hz) ) 3.47-3.49(2H ) m),3.56(2H,d ) J=2.7Hz) ) 3.62- 

3.66(2H,nO,3.73(3H,s),4.18(lH,dd,J=4.0,12.5Hz),6.95(lH,d,J=1.2Hz),7.03-7.04(3H 

,m),7.39(lH,s),12.39(lH,br). 

Mt&M 20 

[0066] : N-(4-v ? 7°titVVT^y-^^/V)-4-{[(l-^^/k-lH-^$^y-2-/r/^^/k 

)-(5-^^/V-fc°y^>'-2-^/^^/V)-T^7]-^^/Vh^>'XT^KMk'^^No.20](D-^ 

|life$|20-l:t-:/^/V-4-(44^:7Vfc7^ 
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U 7K^TWSCI^^728mg^HOBt503mg^P^., 15^^«#bf'(D^t^ MMM 
Pf9»#Uc 0 SJSI^Tm. lmol/li&^7.0mtf)P;i, ^KS^^nn^/VA^-CttmbfCo 

[0067] Hife^!)20-2 : 4-(T$y^^^)-N-(4-{v ? ^°ntVVT$y}^^/V)^<^XT5K(D^j^ 
^Ji^!|20-1-C#^^^b^^l715mg^^y— /W.Omlfcg&fcU ^miCT4mol/l 
^^^*/^^^«7.0ml^Px.T2H#^«#b/c o igj&fc©* 

[0068] ^Ji^!|20-3 : N-(4-v ? 7 0 ntVVT5y-^^-/V)-4-{[(l-^^/V-lH-^$^y /V-2-<<( 
HJfef?!j20-2-e#^tt^k^538mg^4ffi7Ky^y— /HOmHC^ftlU Sit#fflM 
/l^fcK240mg<£>p<*/— /V^2.0ml^Px.fc o gmfcT36R#|!ai*#Uh<D*>fc, 7 K 

^TTK^b^^^^hy^uomg^px., ^ja^MbiNFW»#ufc„ ra^rm, 

;V*7J*?u^Yy77j—(?vu*;VJ>>/*?;~/V)\zrx:mms, ilfE<7>ffr^782mg 
MS(FAB,Pos.):m/z=400[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.85(6H,t,J=7.4Hz),1.39-1.45(4H,nO,1.56(2H,quint.,J=6.9Hz),1.65(2H,quint,J=6.9 
Hz),2.36(4H,t,J=2.2Hz),2.44(2H,t,J=6.9Hz),3.45(2H,dt,J=6.6,6.6Hz),3.63(3H,s),3.8 
3(2H,s),3.87(2H,s),6.78(lH,brs),6.82(lH,d,J=1.2Hz),6.94(lH,d,J=1.2Hz),7.40(2H,d, 
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J=8.1Hz),7.71(lH,dd,J=1.7,3.8Hz),7.28(lH,dd,J=l. 7,3.8Hz). 

o 

MS(FAB,Pos.):m/z=122[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=2.46(3H,s),7.67(lH,dd,J=1.4,7.9Hz),7.89(lH,d,J=7.9Hz),8.62(lH,d,J=1.4Hz),10.05 
(lH,s). 

MMimo-5 : N-(4-v > 7 B n £7VT^/-:^/V)-4^(l-^/V-lH-^^y— /V-2-4 
No.20]<D^/& 

^*^!|20-3^#^^>fb^782mg^7K^^y--/V12mH^^b, ^T/tK^^ 

*^^^-hy^380mg^^i.5mi^p^./c o ~n\z.-\ox:\z.xmmmQ-±xnhfi 

^b^289mg(D^^y— /V^2.0ml^Px., ^*#ffl^T^St-T12B#rHW# 

xn± 0 

MS(FAB,Pos.):m/z=505[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.83(6H ) t ) J=7.3Hz),2.41(4H ) qt,J=2.4 ) 6.4Hz),1.55(2H,quint.J=7.1Hz),1.65(2H,quin 
t.J=7.3Hz) ) 2.32(3H,s),2.35(4H ) t ) J=2.4Hz) ) 2.44(2H,t,J=7.1Hz),3.45(2H,dt,J=5.6 ) 6.8 
Hz),3.49(3H,s),3.65(3H,s),3.69(2H,s) ) 3.70(2H,s) ) 6.94(lH,brt,J=5.0Hz),6.77(lH ) d,J= 
1.2Hz) ) 6.90(lH ) d ) J=1.2Hz) ) 7.24(lH,d,J=7.8Hz),7.38(2H ) d ) J=8.3Hz),7.46(lH,dd,J=l. 
7,8.0Hz) J.69(2H,dJ=8.6Hz),8.37(lH,d,J=1.5Hz). 

mMM 21 

[0069] : N-(4-v ? 7 0 ntVVT^y-^^/V)-N-(4-{[(lH--r$^y'— /V-2-^/V^^/V 
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1-1 : 4-{[t-^>^r^/V^^/V-(l-^^-/V-lH--f — /V-2-^/V^/V)- 

<££n co \z X «9#fetLa4-{[t-^>^^/^^/v-(iH--f 5 ? y* — ;v-2-^;v^ 

/V)-T$/]-^/W^S#^5.0g^DMF 

150ml KffiM&^t, 60%7K#^^-hy>^1.45g, 3^k^/V2.70ml^P^L, ^UKX 

MS(FAB,Pos.) : m/z=360[M+H] + 

HJfef?!j21-2 : (4-tK^^r^^/^^v ? /V)-(l-^^/V-lH-^$^y /W-2->f/M^ 

TK^kT/^^^y^^^l.Og^THF 95.1mHi:«»$ii\ H»!j21-l-e#^^c 
fb£4&3.17g&THF 

95.1ml^»$-^fc^^?a^T^o<(9MTb. §t>^lH#^«#Lfc 0 SJ&$tf- 

MS(FAB,Pos.) : m/z=360[M+H] + 
Hii^!j21-3:(4-*/V5/V-l-^^v ; /V)-(l-y^-/V-lH--f^^y^ /V-2--f/V^^/V)- 

7j;w^yi-t-7*f;vx^T/KD^ 

^f?!j21-2T:1#^tL^^^1.37g^^^/V68.5mn^^$^r, ZUfcffc-r^ 
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MS(FAB,Pos.) : m/z=485[M+H] + 

MMim 1-4 : {4-[(4-v ? ^ 0 ntVVT^y^^/VT57)-^^-/V]--<^v ? /V}-(l-^^-/V 
-lH-4^y— /v-2-^/v^/v)-%/Vs^l/^-zf^;v^^/V(D-&f& 
Hifef?!j21-3-e#^n^^^)1.28g^^y— /V38.6ml^ft?£-^ MMM1-2X 

^ n ^Y^y-7^— (fvtiK/^mm^MKxmmu mm^t^-m.ng^ 

MS(FAB,Pos.) : m/z=486[M+H] + 
HJfe^!j21-5 : (4-{[(4-v ? 7°ntVVT^y-^^^)-^^^/V*^/V-T^y]-^^/H— < 

IIMf?!j21-4T:l#^^fc{b^^l82.6mg^v ? ^nn^^^5.3mH^^$^:, hy^/V 

mmKfc&imz-, ^uyiK/v^cxmmu M7kmm^-bv?j>>xm.m. mmmmvti 

IE<Z)^-^#;l48.0mg^tefe?ft^^L-C#fc o 
MS(FAB,Pos.) : m/z=564[M+H] + 
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xr^KMba4&No.2i]©-a*j£ 

^h/Sr^y— /V6.09ml^#$-£\ 2-^f^V— /Vitj;V^^T;Vf\iYAZAm^ 
MS(FAB,Pos.):m/z=544[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 8 

6 2 

=0.89(6H,t,J=7.3Hz),1.43-1.62(8H,nO,2.90-3.11(8H,nO,2.96(3H,s),3.69(5H,s),4.06( 
2H,s),4.13(2H,s),4.27(2H,s),7.27(2H ) d,J=8.1Hz),7.33(2H,d,J=8.1Hz),7.50(2H,s),7.6 
l(2H,s). 

mmm 22 

[0070] §SBt$J22 : N-(4-^n t>T^/-7Y;V)-N-(4-{[(lH-^^^y-/W2-^;^^;V 



llitf?!j22-l:(4-{[(4-v ? ^nt 0 /VT$y-^^/^)-(h7^^-4-^/V^^/V)-T$y]-y^ 
/H-^^/v)-(l-y^/v-ltW^V— ;v-2-4;v^;v)-^j;v/^^ym-y^^^ 

Ilife^21-4^#^^c^^l82.0mg^v ? yriny^^5.3mn^^$-fr, hy^/k 
T5M).104mU p-h/V^^/V^/vyciyKl07.2mg^Px.. Sfi^-C0.5B#raft#b 

bfc 0 ^m^v^^My^^b^^^—(^tin^/vM,/mm^M^xmm^ 
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MS(FAB,Pos.) : m/z=640[M+H] + 
IIMf?!j22-2:N-(4-> ? 7 c, rit; 0 /VT5/-^^-/V)-N-(4-{[(lH--f5:^y— ;V-2-^;V^;V 

yiX-^/v-m-^^/— /v-2-^/v^/v)-T5/]-^/H-^^/v)-4-^/v-^< 

^i?V^/V^^T^KWk-^^No.22](Z)^^ 
HJiF!l22-l-e#fetvfc>fb'^^l219.5mg^^y— /VA.Zxai\Z.mM^. 4mol/l^k 

i££.<9, mtttik&m<DmkmMAmg%&&mw-t\^xm~o 

MS(FAB,Pos.):m/z=620[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 5 

6 2 

=0.88(6H,t ) J=7.3Hz) ) 1.26-1.60(8H,m),2.42(3H,s),2.83-3.06(8H,m),3.63(3H,s),3.69( 
2H,s),4.05(2H ) s),4.13(2H ) s),4.23(2H ) s) ) 7.21(2H ) d ) J=8.3Hz),7.31(2H,d ) J=8.0Hz) ) 7.4 
6(2H,d,J=8.0Hz),7.50(2H,s),7.61(2H,s),7.75(2H,d,J=8.3Hz). 

mmm 23 

[0071] m&$\23 : N-3^/p-N-(4-{[(lH--f^y ;V-2-4/V^;V)-{\-^;V-m-^^ 

v*—;v-2-^}V^?v)-T^A-^M-^/*y^)-N ' ,n ' -i/y°u t>-^y-i ,4-v* 

T^tfkl^No.23]cDi^ 

Hii^!j23-1 : 4-(t-^h^i/^7/V^^/VT^/-^^-/V)-^-&#^^-/V^^/KZ)^ 
j^4-T^/^^-/V^S#^^-/V^^/V^^^«^b^y— #:20.2g^#fc o ^^l 
^7k^nn/}vKA400mH^)j?U MJ^/vr^34.1mU vt-:/^vV#— h 
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MS(FAB,Pos.) : m/z=266[M+H] + 



[0072] MMM2Z-3 : (A-^;V^/V-^l/i//V)-% ;V/<V^^t-7^/V^^/V(D^ffc 

(ft^aB n B)88.2g^P^?U-e«it#Lfc 0 SJ^TI£i?5M'MiaiU &&3r 
®^L-C, tIfB»^^20.4g^^ H 3 H ^b-C#^ o 
[0073] ^Jfe^!j23-4 : {4-[(4-> ? 7°ntVVT^y-^^/VT5y)-^^/V]— O^/Vj-^W^V 

H»!jl-2-e#fetvfc{b^9.25g^4a7k^^/— /V200mHd^L, ^-/Vh^^hU 
^^•/V8.81mU ||^!j23-3-e#^^bfc^'^^12.6g^Px.^*#|S^:T^^-C10# 

ra^it #Lfc 0 #:v ^x7km^7kmik*vm^hyvj*2mg%M^m&x2mmmw 
i^mi9.zg^m^m^mtvxntio 

[0074] mMffl23-5 : (44[(4-^7°ntVVT5/-^^-/V)-^^-/V-T5/]-^^/H--<^> ? /V)- 

mMM23-4Xm>btlt^k&%289mg&M7k*?y-- /V6.0mH^^L, v^TV** 
^^•7*^-hy7^92.8mg, g^^l.OOmU 7^77^7^61.3 m l^PX.T^*#fflM 
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mik^bvv^wm&MjLu^mwvtc,, ^nn^-eiau mam 

[0075] MMM2Z-6 : ^-T^fA^^H-^HJ ' ,N ' -i^n\fA^-y^ 

7km/i?tt^mm.0m\&M^xm^xmmmwi.ti o Ri^mr^ mm^m 
^bf-o ^fh\zL\mo\/\iKmt^v x )^^mw^M^^^vj^xm\^^ mn&m. 
*xwfr, ^mm^Mmtrv^^mkvttio mm^m^xmm<D^m 
2i9mg&mn&%iW:Wb\^xmc 0 

MS(FAB,Pos.) : m/z=320[M+H] + 



/u)-n' ,n' -^v^sv-y^^-iA-^T^y-cD&m, 

V^sUU2nU 2-^^^V— /^/^=¥i/T/VT y tK72.4mg^Px.S^#ffl^T^ 

Mrzfe&fflftuto #:v ^x^m^mib^m'rhv^i2.zmg^\\^uxmm 

[0076] H»!)23-8 : N-^/V-N-(4-{[(lH--f^V /V-2-^/l^^VV)-Q-^/V-lH-^ 

— /k-2--r/^^/v)-r^y]-^^/H-<^v ? /P')-N * ,n ' 

HM^23-7-e#^^c^^317mg^M^^/— /V6.0mH£ig$?U 9 ST Si*M 
^b* r >^^hy r >^74.8mg, gjsHl.OQmU l->f-^-2->f^/- /^/VaS^VT/l^t 
Kl05mg^P^T^*#ffl^T^?a^«Jt#bfc: o SJS^T^, ?g#fcSr©ife, ^ 
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MS(FAB,Pos.):m/z=494[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.2Hz),1.24(3H,tJ=7.3Hz),1.62-1.68(6H,m),1.76-1.78(2H,m),2.92-3. 
02(4H ) m),3.05-3.08(2H,m),3.62(2H,s),3.69(2H,s),3.71(3H,s),3.74(2H ) s),4.10(2H,s) ) 
4.17(2H ) s) ) 4.17-4.19(lH,m),4.26-4.29(lH ) m) ) 7.41(2H ) dJ=7.9Hz) ) 7.48(2H,dJ=8.7H 
z),7.49(2H,s),7.61(2H,s). 
24 

[0077] : N-(4-{[(ltW^V— ;V-2-^;V^;V)-{\-^;V-lH-4^J /V-2-<4 

Hifef?!j24-1 : N'-^3i— /k-N.N-v^^tifcVV-^^^-l ,4-v ? T5:^(D'^^ 

^Jfe^|17-5-e#^^fc^^357.7mg^tl^^y— /W4ndl3g#Ufco *r£.^T 
^y^0.209mk ^-/Vh^^hy^^/V0.686ml^Px.-CSM-C3B#^«#b/c o ^r^^^K 
*>f^^*^-hy^237.2mg^Px.T, ^^lRtffi^Ut, KJ^fL 

^165.2mg^fe?ft^^LT#fc 0 
MS(FAB,Pos.):m/z=249[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.87(6H,t,J=7.3Hz),1.41-1.49(4H,m),1.52-1.58(2H ) m) ) 1.63(2H,quint.,J=7.1Hz),2.3 
5-2.39(4H,m),2.44(2H,t,J=7.1Hz),3.12(2H,t,J=6.8Hz) ) 6.60(2H,ddJ=1.0 ) 8.5Hz),6.68 
(lH,tJ=7.3Hz),7.17(2H,t,J=7.3Hz). 

MMim4-2 : 4-{[(4-> ? ^ 0 ntvvT^y-^^/v)-^ai^/v-T5y]-y^-/H-^<>-y^hy 
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lllfef?!j24-l^#^^^^152.5mg^4ffi7KDMF6.1ml^^L, $m±i/?J» 
299.0mg, 4-^u^^/P-^y^bVMMMitm±M)lS4.0mg^1JU^X60°C'^m 

MS(FAB,Pos.) : m/z=363[M+H] + 

HJfef?!j24-3:N-(4-{[(lH-^^^y— ;V-2-4/V^;V)-T^A-^7V}-^.^iy;V)-n- 

llifef?!j24-2^1#^^c^^88.8mg^M^<THF3.5ml^^«fL/Co -t^**^ 
T/V^^Ay^^A36.4mg^Px.T^^-C4H#r^«#LfCo £fb^60°C-e2H#f?9ii# 

^-^h^f^hy^^/vo.o79mMnx.-c^?a-ei3B#r^«#bfc 0 -^r— Tk^frJ^iSt-t- 

hy->^27.2mg^Px./c 0 ^fi-e20#^ft#bfc o 7k^JP^T^tinz}vW^ffiL7c 0 

MS(FAB,Pos.) : m/z=448[M+H] + 

g|ife^j24-4:N-(4-{[(lH-.^^V— ;V-2-^;V^;V)-{\-^;V-m-^^/— /V 
-2-^SV^;V)-T^A-^M-^<l/i//V)-N-7^/V-N ' ,N ' -^n^/V-^T^ 
-l,4-v ? T5>'M^#/No.24](D^ 
^Jgf?!j24-3-e#^^c^'^#)45.5mg^M7j<^^/— /M.8ml^fi?L7c 0 ^£^1- 

18.9mg^P^.7t 0 mWtXpH=5KMm^ti 0 ^UX2mmW:WVtc 0 ^j^m, ^«ESr 
f^LT, lmol/l7K^^hy'7^7K^^^Px.T^nn^/V^ttmbfc 0 fiftH^^ 
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mm^Mxmmu mmmmu mm<D4k^(Dmkm2.7mg&&&mfctis 

MS(FAB,Pos.):m/z=542[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.90(6H,t,J=7.1Hz),1.60-1.67(8H,m),2.96-2.99(4H ) m) ) 3.04-3.07(2H,m),3.43(2H,t, 
J=7. lHz),4.03(2H,s),4. 1 l(2H,s),4.49(2H,s),6.66(3H,br),7. 10(2H,d,J=7.9Hz),7. 15(2H 
,t,J=7.9Hz),7.23(2H,d,J=7.9Hz),7.45(2H,s),7.58(2H,s). 

MMM 25 

[0078] Wkmms : N-(4-v ? ^at°^T^y-^^/V)-N-(4-{[(lH--r$^y 7V-2~4/V^;V 
^^No.25](Z)^ 

IIMf?!j25-l:(4-{[(4-^^ntVVT$y-^^/V)-TirbT$y]-^^-/H--<>'v ? /V)-(l-^ 

llifef?!j21-4^1#^tL^^^182.6mg^titi^/VA7.0mH^^$^:, y\)^)V 
T5>0.133ml,4ffi7Kg^^73.5mg^nx., ^^(CT24B#^*#Lf' 0 M^-tR^D 

253.2mg^4tt-fe^^i:bT#fc 0 
MS(FAB,Pos.) : m/z=528[M+H] + 

Hlfef?!j25-2 : N-(4-i/^vty^T^y-y^M-N-(4-{l(lH-4^V*— >V-2-<ifV**f-fV 
)-(l-^/U-lH-4^y*— /^-2--r/k^/V-)-T^y]-^^/H-^<^v ? ^)-TirhT$K[ 
^1^No.25]<D^ 
^f^25-1^1#^^c^^237.9mg^^7~/V4.7mH^fif$-fr, 4mol/l^t: 
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ritSrp^y— /V9.6mH^^$^T, 2->f^A- /V#/l^^T/V-^fcK74.5mg, 
MS(FAB,Pos.):m/z=508[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 5 



=0.90(6H,t,J=7.3Hz),1.49-1.67(8H,m),2.00(3H,s),2.95-3.04(6H,m),3.17-3.24(2H,m) 
,3.67(3H,s) ) 3.70(2H,s) ) 4.07(2H,m),4.15(2H,m),4.43(2H ) s),4.49(2H ) s),7.08(lH,d,J=8. 
lHz),7.11(lH,d,J=8.1Hz),7.29(lH,d,J=8.1Hz),7.34(lH,d,J=8.1Hz),7.49(2H,s),7.60(2 
H,s). 

mMM 26 

[0079] $J3§0!I26 : l-(4-v ? ^ 0 ntVVT$y-^^-/V)-3-(4-{[(lH-^^yy^/V-2--r/M^-/V 
WTWb^No.26](D^ 

Hife^!j26-1 : 3-(4-iXTy-^^^/V)-l-(4-^ntVVT^y-^^-/V)-l-p<^/V-'>VT 

*H*ftBftl.23mlS^fcJ^b, ^:^^dr^0.604ml^Px.fc o m3r50 < C^2R#rei!K$L 
fc„ KJ£^ Mt, ^r^*S jfcTHF 1 . Oml^P X./c Q iftS^fCftU ^^HJfe^J 
l-2^#^fc^^896.0mg(DTHF^2.0ml^Px.T^a-e30^ra*#b^:o R 

^tbSr&lTkTHF 30mHC^^L^:i^7K^ftT/^^'>^y^r>^592mg^Px.-C^ 

vvj*7kmm&i}ux.xm&xMWLs± 0 ?tt%vvA>mmut 0 mk^^^j^xm 
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MS(FAB,Pos.):m/z=331[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H,t ) J=7.3Hz) ) 1.41-1.53(6H,m),1.61-1.68(4H ) m),2.36-2.40(4H,m),2.45(2H,t, 
J-7.1Hz) ) 3.03(3H,s),3.36(2H,t ) J=7.6Hz),6.78(lH ) br),7.50-7.53(2H ) m) ) 7.55-7.57(2H 
,m). 

|lifef?!j26-2:l-(4-v ? ^ 0 titVVT^y-^^/V)-3-(4-{[(lH---r5^y— ;V-2~^;V^;V 

WTWb^No.26](D^ 
^»[J26-l-e#^^c^^97.6mg^^/— /W.0mliC?g#U lmol/fcfcgfcffr*- 

[0080] Z.tl&J?y— /V3.4mH^^LfCo 2-^5^— /V#/V^v'T/V-7 ? fcK36.5mg, 

/kh=¥^by^^0.082ml^Px.T^?a-ei6.5B#^*#bfc o -t^^sR^^sff^- 
hyr>A28.4mg^Px.-C^S-e30#^a#bfc o SJ^#, »*KSr«*b^, *SrJP^.T 

[0081] ZjflfettJ'— /V4.0ml^^^Ll-^^-/V-2— f^yy— /l^/l^^TA'-r fcK 

39.6mg, i/T7^K^k;*^^^hy^A45.2mg^P^c 0 ftBI"CpH=5l!:HllEU^o ^ 

IRIBO>fb^©iaBfe*a76.8mgSrefe@^b-C#fe, 
MS(FAB,Pos.):m/z=509[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.88(6H,t,J=7.3Hz),1.51-1.55(2H,nO,1.60-1.70(6H,nO,2.92-2.96(4H,m),2.94(3H,s) 
,3.03-3.06(2H,m),3.32(2H,t,J=7.2Hz),3.58(2H,s),3.69(3H,s),4.04(2H,s),4.11(2H,s),7 
.25(2H,d,J=8.7Hz),7.42(2H,d,J=8.5Hz),7.56(2H,dd,J=2.0,7.1Hz),7.64(2H,s),8.30(lH 
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,s)10.24(lH,s), 14.79(2H,br). 

mmm 27 

[0082] $^#!J27 : l-(4-v ? 7°dtVVT$y-^^-/V)-3-(4-{[(lH-^5^y ;V-2-^/V^;V 
-^VTWb^No.27](Z)^ 

HiSf?!j27-l : l-(4-^ry-^^^/V)-3-(4-v ? ^ P ntVV-^^7V)-l ,3-^f;P-">V7 

IIMf?!j26-l^#^tL^^^197.3mg^4ffE7KTHF6.0mHC^^bf' o 60%7kiHl^ 
hy->A27.5mg^Px.fc 0 ^S-ei.5B#Rg*#Uc 0 ^^3^t^VM).045ml£;tJP;t 
-C^M-e20#^a#L^: o HJ£#. *g$££©5feUc 0 ^^P^Tynn/JvVAttffiUc 

MS(FAB,Pos.):m/z=345[M+H] + 
Hife^!j27-2:l-(4-v ? ^i3t:VVT5y-^^/V)-3-(4-{[(lH— T5^y— ;W2-f;W;V 

^Jfe^|27-l-e#fe^bfc^^37.8mg^^y— /V1.5mHc:^Lfc 0 lmol/l*Bfcffc 

^ti^^y— /H.2mHC^ft?Uc 0 -^^2-^^V— /V^/^^T/V^fcK 
12.9mg, jr/Vh^mhy^/W.029m\$:lmz.tc o ^WC3 0 F«#bfc 0 ^^mit 
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MS(FAB,Pos.):m/z=523[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.90(6H,t,J=7.3Hz) ) 1.43-1.48(2H,m),1.54-1.57(2H ) m),1.63-1.71(4H,m),2.47(3H,s) 
,2.89-3.06(6H ) m) ) 3.00(3H ) s) ) 3.11(2H ) t ) J=7.3Hz) ) 3.65(3H,s) ) 3.70(3H,s) ) 4.11(2H,s) ) 4 
.19(2H,s) ( 7.06(2H ) d,J=8.4Hz),7.35(2H,d,J=8.5Hz) ( 7.53(2H ) dd,J=2.0 ( 6.8Hz),7.63(2H 
,s),10.45(lH,br),14.80(lH,br),14.92(lH,br). 
28 

[0083] $^{#J28 : N-p^/l^-[4-({(l-p<^/V-lH-^^/— jV-2-^;V^;V)-l 

l-(h/V^^-4-^7V^^/V)-lH-^5^y^/V-2-^/V^^-/V]-T^/}-^^/V)-^^> ? 



HMf?!j28-l :N-^/WN' ' ,N' '-^^ntVk-N-^-dCl-Ch/V^^^-^/^^/^ 
)-ltW5*V— /V-2-^/V^^-/V]-T5y}-^^7V)— <^v ? /H-^^^-l,4-> ? T5V(D 

HSi^!j9-2^#^fc{b^568mg^4ffi^ T HFl lmlfcjgfllU S^#ffl^T7K^ 

T«#b^^^6o%^*{b^hy^-Ai57mg^px., ^u^Mbi ww#u-c 0 m 

^/R^T^ p-h/V^^/V*— /^^^yK315mg(DTHF^^2.0ml^^o<^9M*Pb^ tK 
^<D»30^K*#U^io BtJ^TfL 7K^T«#b^^&>^220^ l^P^Tcp 

-A^ftlU lmol/lTK^k-f-hy^^TK^^PX.-CTKJB^pH^lOiCb, tKJB^ 
MS(FAB,Pos.):m/z=540[M+H] +1 H-NMR(500MHz,CDCl ): 8 
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=0.86(6H,t,J=6.3Hz),1.42-1.52(8H,m),2.16(3H,s),2.18-2.41(8H,m),2.42(3H,s),3.46( 
2H,s),3.76(2H,s),4.03(2H,s),6.98(lH,d,J=1.7Hz),7.22(lH,dd,J=2.0,6.3Hz),7.25(lH,d 
d,J=2.0,4.2Hz),7.29(2H,ddJ=0.7,2.0Hz),7.30(2H,ddJ=0.7,2.0Hz),7.42(lH,d,J=1.7H 
z),7.76(lH,dd,J=2.0,2.0Hz),7.79(lH,dd,J=2.0,2.0Hz). 

: N-7^/V-N-[4-({(l-^/WH-^^V— ;W2-^f;l/)-[ 
^*^!l28-l-C#^^^b^307mg^4ffi*DMF6.0ml^^b, Si#HMT, 

mmcxfikm#yvj»n5iag}K\x., tk^t. mmmio-2xnhfhtz.^mio7m g ^ 
M&xm&fcX2mm9twuto 6o°c\cx22mmm;W^tc<DibKtki$u 

MS(FAB,Pos.):m/z=634[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.86(6H,t,J=7.3Hz),1.41-1.51(8H,m),2.15(3H,s),2.33-2.39(8H,m),2.41(3H,s),3.43( 

3H,s),3.45(2H,s),3.70(2H,s),3.71(2H,s),3.85(2H,s),6.79(lH,d,J=1.2Hz),6.92(lH,d,J= 

1.2Hz),6.98(lH,d,J=1.7Hz),7.23(lH,dd,J=7.0,8.2Hz),7.26(lH,dd,J=0.6,2.9Hz),7.27( 

2H,dd,J=0.6,0.6Hz),7.27(2H,dd,J=0.6,4.1Hz),7.40(lH,d,J=1.7Hz),7.57(lH,dd,J=1.8, 

2.0Hz),7.79(lH,dd,J=1.7,2.0Hz). 

MMM 29 

[0084] : [4-(6-{[(lH-^^V — /V-2-^/V^;V)-(l-^/V-m-4^V*— ;W2- 

^/^^/v)-T5/]-^^/H-i-^^/v-iH-^^x^5^y^/v-2-^/v)-^^^/v]-v ? 

ynt 0 /V-T5^Mb^^No.29](Z)^^ 
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^X27K^P^)20.7g^nx.-C60 o C(^P^L^: o i^7k5!i^^^hy^348mg£r 
^Li'oiPx., 60°C-eiM#L/c o B£j£*t-TfL 7K300ml^Px., 5mol/l*g6^h 

y^A^K^-e^^pb/co mj±Tx^/—/^m^tcht. Tkm^mm^?-/^ 

MS(EI):m/z=133[M] + . 1 H-NMR(500MHz,CDCl ): 5 

3 

=6.68(lH,d,J=8.1Hz),6.95(lH,s),7.05(lH,d,J=8.1Hz). 

u^/uMmmu m^mmTKm^-hv^^mmxm^m, ^nn*;wttWL 

®^L-CtIfB»^^883mg^fe@#:^bT#f' 0 
[0085] ^Jfe^!j29-3 : 4-i^ntVkT5/^/V-gcS#^'^ 

mmm29-2Xnhtlfci[:^m83mg^^/—/V18mUcmM^. lmol/l^k^Ht^h 

y^A^«9.0mi^px.-r^a-ema#Lfc o sjs^t^^jet-c^^^l 
&mfotvxmtio 

MS(FAB ) Pos.):m/z = 236[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.86(6H,t,J=7.3Hz),1.74(4H,sext.J=7.3Hz),2.92(4H,br) ) 4.38(2H,d,J=4.6Hz),7.78(2 
H,dJ=8.0Hz),8.00(lH ) d ) J=8.0Hz) ) 10.85(lH,br). 

MMM29-4 : N-(2-T57-5-^T7-^^^/V)-4-v ? 7 0 nt°/VT^/^^/V-^<^XT5:K 
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ll^0!l29-3-e#e>^fc>fb'^^ll.Olg^.t) ? WSCI^^^973mg, HOBt894mg^n£i 

ijux.xmux3mmmw^tc 0 R^mrmuf±rxmm^^x. »^nn* 
m^mm^-bv^^x^m^tco mm^umrxmm^m^x, 
m<Dfc&mi3mg&m&mfctL-xmz.o 

MS(FAB,Pos.):m/z = 351[M + H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.87(6H ( t,J=7.3Hz),1.48(4H ) sext.J=7.3Hz),2.38(4H ) t,J=7.3Hz),3.62(2H ) s),4.43(3H 

) br) > 6.83(lH,d,J=8.3Hz),7.37(lH,dJ=8.3Hz),7.49(2H,d,J=8.1Hz),7.52(lH,s),7.80(l 

H,br),7.84(lH,d,J=8.1Hz). 

: 2-(4-> ? 7°nt7VT^/^^/V-^^^/V)-3-^^-/V-3H-^<^X^5:yy^ 
/V-b-jj/V^~yy/V(D^$L 

llifef?!j29-4-e#^tL^^^613mg^THF18mH^^L, rtL^60%7K*ft^hy 
•>^105mg^Px.ri o ^:(D^3>>^^/k373mg^b-fo*Px.-C^?a-ei60#^*# 

^MLfc 0 mw&, m&rxmm^m^vxmm^j^^f/^^^^b^^ 

-(^^W^^^/V)i-J:^»Mb^^fB^^^160mg^fe@#:^bT#/t o 
MS(FAB,Pos.):m/z = 347[M + H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.88(6H ) t,J=7.3Hz),1.50(4H ) sext.J=7.3Hz),2.41(4H ) tJ=7.3Hz),3.64(2H ) s),3.93(3H 
,s),7.55(2H ) d ) J=8.3Hz) ) 7.57(lH,d,J=8.3Hz),7.72(2H ) d,J=8.3Hz) ) 7.74(lH,s) ) 7.86(lH, 
d,J=8.3Hz). 

*#^T/^^^^y^-^A64.0mg^THF5.0ml^^^§^T0°C^^Pb, ~fh\Z. 
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llifef?!j29-5-e#^n^^^l55mg(DTHF^^5.0ml^TbT, 0°C-eiB#^ft# 
MS(FAB,Pos.):m/z = 351[M+H] +l H-NMR(500MHz,DMSO-d ): 8 

6 

=0.94(6H,t,J=7.3Hz) ) 1.71-1.89(4H,m),2.98(2H ) s),3.13-3.20(2H,m),3.23-3.30(2H,m) 
,3.99(3H,s) ) 4.64(2H,s) ) 7.67(lH,dJ=8.3Hz),7.78(2H ) d,J=8.3Hz) ) 7.87(lH,d,J=8.3Hz), 
8.05(2H ) d,J=8.3Hz),8.35(lH,s). 



HJfe#!l29-7:[4-(64[(lH-^^yy— 7V-2-^;V^;V)-(X-^;V-m-^^7— ;V 

fco o°c^^pm, 7K^b*^*i-hy^Ai3.2mg^px.^ 0 ^a*-eMbf-#3o^r^ 

xmmvtco mmm^mmikmTkxm^m. m*mitrbv?Jrt#Mvtto mm®, 
mfctisxmco 
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MS(FAB,Pos.):m/z = 525[M+H] H-NMR(500MHz,DMSO-d ): 8 

6 

=0.89(6H,t,J=7.3Hz),1.72-1.82(4H,m),2.94-3.02(4H ) m) ) 3.75(3H,s) ) 3.94(2H,s) ) 4.13( 
3H ) s),4.16(2H,s),4.24(2H,s),4.48(2H,d,J=5.6Hz),7.53-7.54(2H,m),7.59(lH,d,J=8.5H 
z),7.64(2H ) s),7.75(lH,d ) J=8.5Hz) ) 8.04(2H,d,J=8.7Hz),8.07(2H,dJ=8.7Hz),8.33(lH ) 
s). 

30 

[0086] W&Mso : 6-{[(ltW5:^V— ;V-2-^;V^;V)-(X-^;V-m-^^y— ;V-2-^/V 

^^)-T^y]-7!^/vW^^yTi,2-a]t o y^^-2-^/v^v^(4-v ? ^ 0 tifcVv)-T^y- 

2-T5/-5-i/T/t°yv ? ^1.02g^THF40ml^^fi?$-fr, TkiHbT/V^^y^A 

637m g ^px., mmz.x2mmmm^tLo fc*M%.xBL$&w>±^, mmmm^-bv 

n^rW'yy^ (^pti*;kis/^/- /V)t-J:'9ltMbtIfE^k^l.04g^^@ 
MS(EI):m/z=122[M] + 'H-NMRCSOOMHz.DMSO-d ): 5 

6 

=6.51(lH ) dd ) J=0.7,8.9Hz) ) 7.19(2H,br) ) 7.75(lH,dd,J=2.4 ) 8.9Hz),8.43(lH ) dd,J=0.5 ) 2. 
2Hz),9.66(lH,s). 

Hitf?!j30-2 : 6-^/V^/W^^yll,2-a]t°y> ? ^-2-^;/V#V^^^/V^7-/V(D^ 
IIMf?!j30-l^i#^tbfcf^^318mg(D^^y— /]/8.0ml^|g^3-^in^-2-^y- 

y o nt°^-y^^-/k^^/ko.33mi^px., m^rc\mwmwut. 0 mw&m^ 
mmwk&mzomg&n&mfotvxmtco 

MS(FAB,Pos.):m/z=219[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=1.46(3H,tJ=7.0Hz),4.49(2H,q,J=7.0Hz),7.73-7.79(2H,m) ) 8.33(lH,d,J=0.5Hz),8.72( 
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lH,dd,J=1.0,1.7Hz),9.99(lH,s). 

[l,2-a]t°y^>'-2-^/V#V^(4-v ; 7 0 nl: 0 /VT5:/-^^-/V)-T5:K^)'^j^ 
30-2-e#^^fc^^41.8mg(Dv ? ^nn^^^^2.0ml^MTb, ^?U^T20B#Pb1 

vv^TkmfcKx^^xfrbfvv&^Kxmmistco &mm&mn$m7j<.m~r 
hvv&Tk&m. ma-kifoktexffifru m&mwtrhvv&izx&jMiLiZo 

nbfrlfcmm5.2mg(D F*340.2mg£^/— /W.OmlKMM&lt. ^h^WthV^ 

ru ^?a^T4B#p B w#bfc 0 zifb^(fc\a^muiM. ykmikfrvm^hvvj* 

M^OtMU ^|B(Z)^^34.7mg^Jt^ffl^^Lr#fc 0 
MS(FAB,Pos.):m/z=440[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H,t,J=7.3Hz),1.43-1.48(4H,m),1.55-1.57(2H,m),1.63-1.66(2H,m),2.37(4H,t, 
J=7.3Hz),2.46(2H,br),3.48(2H,tt,J=6.3,6.9Hz),3.64(3H,s),3.85(2H,s),3.89(2H,s),6.8 
2(lH ) dJ=1.2Hz) ) 6.94(lH ) d ) J=1.2Hz),7.26(lH ) dd ) J=1.7 ) 9.3Hz),7.41(lH,tJ=5.8Hz),7 
.50(lH,d,J=9.3Hz),8.08(lH,d ) J=0.6Hz) ) 8.10(lH,d,J=l.lHz). 

MMMso-4:&-{l(m-^^y— /v-2-^/v^/v)-(i-^/v-m--f^7— /v-2-4 

;V^;V)-TKA-^^}—<^y\l ,2-a]t°y ^^-2-^/V^V^(4-^n t°/V)-T5 
7-^^-/V)-T^KWb^No.30](Z)^ 
l^iifef?!j30-3-e#^tL^:^^34.7mg^^y— /V3.0mH^^$^r, 2-^*V— 
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ik&®<Dm.wm23.6mg&mM&mfckL>xmtto 

MS(FAB,Pos.):m/z=520[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H,t,J=7.3Hz),1.26-1.48(4H,nO,1.51-1.56(2H,m),1.61-1.67(2H,m),2.34-2.37( 
4H,m),2.44(2H,t,J=7.3Hz),3.48(2H,tt,J=6.4,6.9Hz),3.56(2H,s),3.57(2H,s),3.65(3H,s 
),3.66(2H,s),6.92(lH,d,J=1.2Hz),7.03(lH,d,J=1.2Hz),7.08(lH,s),7.14(lH,s),7.39(lH 
,br),7.39(lH ) ddJ=1.5,9.5Hz),7.54(lH,d,J=9.3Hz),8.11(lH ) d,J=0.7Hz) ) 8.23(lH,dJ=0 
.7Hz), 12.4KlH.br). 

mt&w 31 

[0087] MMimi : N-(4-{[(lH--f^V— ;V-2-^;V^;V)-{\-^;V-m-^(^J /V-2--T 
/V^^/^-T^yl-^^H—O^^/^-N' ,N ' -v ? ^nfcVV-N-(2,2 ) 2-MJ^/V^-n-^^- 

H»!l31-1 : (4-{[(4-v ? 7°nt;VVT5/^^-/VH2 ) 2 ) 2-h!;7/V^-riTir^-/V)-T^/]-^ 

^/H-^^^/v)-(i-^^/v-iH-^5^y^/v-2-^/v^^-/v)-^;/w^5:^^t-^^-/v 

ll^f?!j21-4Tl#fetL^^^222mg^7K^nn^^^4.4mH-^L, 
/VT5^0.071ml^Px.fCo 7K^bThy^7V^-ng^^4EE7K^0.072ml^Px.T^?a-e 

©^^178.6mg^fe»^^L-C#fc 0 
MS(FAB,Pos.):m/z=582[M+H] + 



]MM31-2:N-(4-{[(lH-4^y*— ;v-2-4/v^;v)-{\-^;v-m-^^7— 
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IIM^!j31-l-e#^^c^^l78.6mg^4ffi7KTHF0.9mH^^bfc o lmol/ltf^ 

r^L^TM^/^ 7V5.2mH^^bfCo 2-^^VWv#/V^v'77^tK40.4mg 
, ^Ty7K^k*'>*^-hy'>^52.8mg^Px.^ 0 g^^-epH=5^f«b^ 0 ^^-ei8 

w^ysf^?^ (^ti^/vj^/mm^Mxmmu m.m%±mu mm^t^ 
<Dm.mm38.7mg$:&&mfotvxnti 0 

MS(FAB,Pos.):m/z=548[M+H] +1 H-NMR(500MHz,DMSO-d +D O): 5 

6 2 

=0.90(6H ) tJ=7.3Hz) ) 1.47-1.48(2H ) m),1.57-1.64(6H ) m),2.94-3.00(6H,m),3.21-3.23( 
2H ) m) ) 3.69(6H ) s),3.74(3H ) s),4.06(2H ) s),4.14(2H ) s),7.20(2H ) d,J=8.1Hz) ) 7.28(2H,dJ 
=8. lHz),7.48(2H,s),7.59(2H,s). 
32 

[0088] $^#!J32 : N-(4-{[(l-^^^/V*^/V-lH-^T5:^y^/V-2-^r/^^-/V)-(l-^^-/V 
ynt°/V-^^-l,4-v ? T$^Wb^No.32]<7)^j^ 



IIMf?!j32-l:N-[4-{[(lH-^^^y— /V-2-^/V^^/k)-(l-^^/V-lH-'l'^^ N y— 

-2— </v^7V)-T*A-^3-M- <^z?/v-~\-n-^/v-n' ' ,N' * -V^ttrv--?^ 

mmm9-2Xnhfhfc^m6.7mg^mATHF0.35mUzmMU bV^/^T^ 
350 ju l^l-^/V^-^^y^/V^/V^^^T/V-xtKO^OmgOTHF^^SO/i 
X.fc 0 rtL^byT-feh^7K*^*^#^-hy^A31.3mg^P^.T, ^as*#fflM 
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MS(FAB,Pos.):m/z=480[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.86(6H,t,J=7.3Hz) ) 1.41-1.52(8H,m),2.16(3H,s),2.36-2.44(8H,m),3.46(2H,s),3.55( 
5H,s),3.62(2H ) s),3.67(2H ) s),6.87(lH ) d ) J=1.2Hz),6.99(lH ) dJ=1.2Hz) ) 7.10(2H ) s),7.2 
7(2H,dJ=8.0Hz),7.35(lH,d,J=8.0Hz). 

: N-(4-{[(l-^^^/V^^/V-lH-^5^y^/V-2-^/V^^/V)-( 
l-^^/V-lH-^5^y^/V-2-^/M^/V)-T^/]-^^/H--<^v ; /V)-N-^^-/V-N ' ' 
,N"-v ? 7 0 nt°/V-^>--l,4-> ? T5^Wb'a'^)No.32](^^j^ 

mmms2-ixnhrifc^mi25mg^m7K^^/^Kmmu ^*#h^ct 

mUKXbV^^TV^60 n l&Mz.^ ^>^*~^?vW25 n \^lJUX.XmW\^ 
fro BCmmrTfe, 7k, ^7—;V^M^XK^W±\^f- 0 tR^JPx., zkjg^nn^ 

/v^^-cttttiLfco ^mm&muiki&Tk^xffifru M7km£^hvvMz.xm.m\^ 
j^/mm^/^xmmumm^t^miJmg^m^m^tvxmco 

MS(FAB,Pos.):m/z=558[M+H] + 1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H ) tJ=7.3Hz),1.32-1.51(8H,m),2.15(3H,s),2.33-2.41(8H,m),3.39(3H,s),3.44( 
2H,s),3.45(3H ) s),3.76(2H,s) ) 3.89(2H ) s) ) 4.05(2H ) s) ) 6.79(lH ) dJ=1.2Hz) ) 6.91(lH ) d,J= 
1.2Hz) ) 6.98(lH,d ( J=1.7Hz),7.16(2H ) d,J=8.0Hz) ) 7.24(2H,d ( J=8.0Hz),7.30(lH,d ) J=1.7 
Hz). 

33 

[0089] S3t$j33 : 3-[(4-v ; y 3 i3tVVT^/-^^/V)-(4-{[(lH-^5yy — /V-2— f ;V**f-;V 

)-{\-^;v-m-^^y—;v-2-^;v^;v)-T^A-^^^>^M-T^jy^n 
t°^hy/V[{^i^No.33](D^ 
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IIMf?!j33-l:(4-{[(2-^Ty-^^/k)-(4-v ? 7 0 i3tVVT^y-^^/P-)-T^y]-^^/H--< 
MS(FAB,Pos.):m/z=445[M+H] + 



llife^33-2:3-[(4-(T5y^^/V--<^v?/k)-(4-v ? 7°r2tVVT^y-^^/V)-T5y)-7° 
mmm33-lXnhflfc^m31mg^m^THF l.Oml^^U 4mol/l^b7K^/ 

MS(FAB,Pos.):m/z=345[M+H] + 



^Sfe^!l33-3:3-[(4-v ? 7 0 nt o /VT5/-^^-/V)-(4-{[(lH--r5^y^/V-2-^/V^^-/V)- 
%Mm33-2Xnhtltz.ik^m235mz%m7k*$;— /^.OmH^flfU ^"/Vh^^h 

MS(FAB,Pos.):m/z=425[M+H] + 
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Hife{#j33-4 : 3-[(4-v ? ^°ntVVT5:y-> f ^/V)-(44[(lH--f5:^y — /V-2-^|7V^/V 
K40.2mgSriP^T^*#ffl^CT^a-C4 0 Hdit^Ut, KJ^^rm, igfl&H^ 

MS(FAB,Pos.):m/z=519[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.89(6H,t,J=7.3Hz),1.43-1.46(2H,nO,1.55-1.61(6H,nO,2.42(2H,t,J=6.7Hz),2.64-2. 
66(4H,m),2.92-2.97(6H,m),3.51(3H,s),3.53(2H,s),3.55(2H,s),3.61(4H,s),4.22(6H,s), 
6.86(lH,d,J=1.2Hz),7.05(2H,s),7.11(lH,d,J=1.2Hz),7.28(2H,d,J=8.4Hz),7.31(2H,d,J 
=8.4Hz). 

34 

[0090] S^#|34: 3-[(4-> ? ^i3t 0 /VT^/-7^/V)-(4-{[(lH-^5^ N y—/V-2— iVM^/V 
t°^->-^^/Vni^/V[^-^i^No.34](D^^ 



llifef?!j34-l:3-[(4-T^y-^^/V-^^v ? /V)-(4-v ? ^ > ntVPT$y-^^/V)-T^y]-^ 0 

^Jfe^|33-l-e#^^c^^l28mg^^^y— /M.OmlfcljgfcfU 4mol/l±&^ 
7K*/^^^«3.0ml^P^T^a^2^F^^it#L^ o 5tJ£*£T^ 

^*bfc 0 rtv^imoi/i^^b^hy^^*^^px.^ni3^/viN-ettmb, fl&fp^ 
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MS(FAB,Pos.):m/z=378[M+H] + 

^^^!|34-2:3-[(4-^7 P i3tVVT5/-^^/V)-(4-{[(lH-^'5^i/— ;V-2-W^)- 
IIMf?!j34-lTl#^^fc^^40.0mg^te^^yw- /VL0ml ^^ L ^ ^vH^gfc}* 

[0091] ^^F!l34-3:3-[(4-v > 7°ntVVT5y-^^-/V)-(4-{[(lH--r5^y^/V-2-^/V^^/V 

Mi-^vv-ih— r^y— /v-2-^/v^/vyr*sy^/vh^>'i?/v)-T*syy p v 

^^|34-2-e#^^^b^^48.2mgSr*Sl^K^/— /H.OmlfcS&fcU S'TV** 
{b^^St ^hy^9.90mg, gfc&100 /z U /Kfr/Vtf^^T/l^t: 
Kl2.8mg^Px.-C^*#ffl^T^?a-C3 0 M^#bfCo SJ^TfL ig«&H^ 

56.1mg^^fe@#:^bT#fCo 
MS(FAB ) Pos.):m/z=552[M+H] +1 H-NMR(500MHz,DMSO-d +D O): 6 

6 2 

=0.92(6H,t ) J=7.3Hz) ) 1.62-1.69(6H,m),1.74-1.83(2H,m),2.92-3.06(10H ) m) ) 3.17-3.2 
2(2H ) m),3.64(3H,s),3.72(3H,s) ) 3.75(2H,s) ) 4.10(2H ) s) ) 4.19(2H ) s),4.26-4.34(2H,m),7 
.41(2H,d,J=8.2Hz),7.465(lH,s),7.467(lH ) s),7.50(2H,d,J=8.1Hz),7.60(2H,s). 

MMM 35 
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[0092] : \-{4:-^^\f;VT^-^^;v)-z-{AAi{m-^^7^;v-2-^;v^;v 

fb^No.35](D^ 

IU£0tJ35-l : l-(4-^T/-^^^/V)-3-(4-v > ^nt°/VT5:/-^^-/V)-^-^- r >WT(Z)^ 
h-^^y^hy/HT/VKy^ttM)793.0mg^P^T18.5B#rHWPI^M^b/t o 

MS(FAB,Pos.):m/z=333[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.83(6H,t,J=7.3Hz),1.34-1.41(4H,m),1.55(2H,quint.,J=6.8Hz),1.71(2H,quint.,J=6.6 
Hz),2.28(4H,tJ=7.8Hz),2.42(2H,t,J=6.3Hz),3.62(2H ) br),7.39(2H ) br),7.65(2H,d,J=8. 
8Hz). 

: l-(4-v ? 7°t2tVVT^y-^^/V)-3-(4-{[(lH-^5^y ;V-2~4/V^;V 

^'7^y^-'7^144mg^Px.T^^life^#bfc: 0 2R#F^Pff&S^Uc: 0 KJ^fL S£ 
^^-/v^p^o tg^r^hy-7A7Jy7^*^lt^P^.-rm^#Lrto ^nn/JvV 

^tV^^y— /V6.4mH£^ft?U 2-^5^V— /V7J/^=¥v^T/VT y t:Kl37.4mg, ^~ 
/VhdfS^hy^^-/k0.312ml^Px.^: o Sfi-e20#F^a#Lfc o Tk^t^lir^WA 

^A^n^h^^^— (^nn*/V^/^^y— /V)^ftMbx^fB(^^^93.8mg^M 
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MS(FAB,Pos.):m/z=417[M+H] + 

IIM^!j35-3 : l-(4-^^titVVT5/-7^/V)-3-(4-{[(lH-^5^y — /V-2-^T/V^^/V 

ffr£«&No.35]©£'JGjfc 

ll^f?!j35-2Tl#^tL^b^93.8mg^M7K^^y— /V3.8mH^fi?bl-^^/V-2- 
>f^A- /V#/V^v'T/]^fcK38.5mg. i/Ty^C^^^^^^hU^A43.4mg^P 
X.fc 0 B^fift-CpH=5l!:fHibfeo ^^-ei3.5B#r^«#bfc 0 KJfcgU i£j!ft<H£ifeUfc 0 

/V)T?**RU ti^It, ^lE<D>fb^<D:|fc&:&£LT86.6mg£:6fe@# 
MS(FAB,Pos.):m/z=511[M+H] +1 H-NMR(500MHz,DMSO-d +D O): 5 

6 2 

=0.91(6H,t,J=7.3Hz),1.56-1.68(8H,m),2.99-3.02(4H,m),3.06-3.09(2H,m),3.50(2H,b 
r),3.66(2H,s),3.70(3H,s),4.04(2H,s),4.12(2H,s),7.26(2H,d,J=8.5Hz),7.40(2H,d,J=8.3 
Hz),7.50(2H,s),7.61(2H,s). 

MMM 36 

[0093] $S3t0!l36 : {3-[6-(4-{[(lH-^^V— /V-2-^/l^^/V)-Q-^/V-lH-^y V"— /V 
-2-^/^^-/V)-T57]-^^/H-^^— /V)-t°yv ? ^-2-^/V]-7 0 nt 0 /H-v ? ^°ntVV-T 
$^Wb^No.36](D#^ 

HJ(Sf#j36-l : 2-^aT3-6-p-hIJ/Vt°y> J ^(D^^ 

4-^/V^^— 7V#n>'^1.00g^2,6-^^nnt o y^>'3.27g^h7^(hy^^— /V 
2jN^7>r^V^^l7^(0)0.255g^j;t^y^*y^3.12g^h/V^^35nil, ^K6.0ml^ 
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^4.02g<Sr#fc o 

[0094] : 2-(4-/n ; eyf;W73:^)-6-^nn-t 0 y^y©M 

^M^j36-1^1#^^cm^#)4.02g(DE^t:^#45ml^^N-^ti««<^-r 

[0095] H»!)36-3 : 2-[4-(6-yi3in-hW^-2-^)-^>^/V]-^y.^K— /V-l^-v^ 
IIM^36-2^1#^^cm^^5.72g^7^/W5K^y i >^2.04g^DMF30mHC^ 

^-(^nn^/VA)^»M«'^^J:^,^fS^^^1.56g^te^ @ ^^b T ^ 

o 

MS(FAB,Pos.):m/z=349[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=4.90(2H,s),7.25(lH,d,J=7.8Hz) ( 7.53(2H,d,J=8.5Hz),7.60(lH,d,J=7.8Hz),7.68(lH,t, 
J=7.8Hz),7.72(2H,dd ) J=3.2,5.4Hz),7.86(2H,ddJ=2.9,5.4Hz),7.94(2H,dJ=8.3Hz). 

MM$}36-4 : 2-{4-[6-(3-v ? ^°n tWT^y-^n t°/V)-t°y ^y-2-^/V]-^y v?/VW 

2-y 5 n^^/Vv?^°tihVVT5^158mg(Dto 7 f<THF 1.0 ml?§m^7R?frU 0.5mol/l 

g-^^tri/yn-ts^.^-y^-^o-BBNVTHF^^.oemi^MTbf'o ^U3re#* m 

(iD^^k^^ynny^^lg^PdCl (dppi))210mg^^»!l36-3'e#^tL^l:^ 

2 

300mg^DMF3.0mli:<^-»]U yMb-fe^^A^)3mol/l7K^lt0.86ml^Px.fc o 
80°C-e23B#r H m#bfc(^^, 100 o C^#^LT2B#r^it#bfc o ^ffi.^?££P^ @^ 
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MS(FAB,Pos.):m/z=456[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.87(6H,t,J=7.3Hz),1.42-1.70(4H,nO,1.98-2.16(2H,nO,2.40-2.80(6H,m),2.86(2H,t, 
J=7.6Hz),4.90(2H,s),7.08(lH,d,J=7.3Hz),7.50(lH,d,J=7.8Hz),7.52(2H,d,J=8.5Hz),7. 
63(lH,t,J=7.8Hz),7.72(2H,dd,J=3.2,5.6Hz),7.86(2H,dd,J=3.2,5.4Hz),7.93(2H,d,J=8. 
3Hz). 

llife^36-5:{3-[6-(4-T5y^^/W^ J i^/k)-t 0 y^^-2--l'/V]-7 0 ritVH-> ? ^t2t 0 
[0096] Hife#!l36-6 : {3-[6-(4-{[(l?W^V— sV-2-4?V^7V)-T^A-^/V}-~7^=./V)- 

mwvfc<Dib7^mit^m^bv^M7.omg^ij\i^x3o^mmw^fc 0 mm&^v 

[0097] mMM36-7 : {3-[6-(4-{[(lH--f^V— ?V-2-4;V**f-;V)-{\-^;V-\Y\-^^J 

/V-2-^/V^^/V)-T^y]-^^/H-^ai^/V)-t°yi/^-2-^/V]-7°ritVH-^^t2t:°/V- 

^*^!l36-6-e#^^tfc:>fb'^^30.4mg^l-^^/V-2-^5^y— 
fcKll.6mg<£>ftS2M*y— /M).50ml^feg^4M^Jn?U ^T/^K^b^^^hy 
^A17mg^^PLT^taT29B#r^it#bfc 0 SJS#. M^gicUc 0 ag^on 
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MS(FAB,Pos.):m/z=500[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.88(6H,t,J=7.3Hz),1.46(4H,sext.,J=7.6Hz),1.97(2H,quint.,J=7.6Hz),2.40(4H,t,J=7 
.6Hz),2.53(2H ) t ) J=7.3Hz),2.86(2H ) tJ=7.6Hz),3.49(2H,s) ) 3.59(3H,s),3.66(2H,s),3.75 
(2H,s),6.89(lH,dJ=2.2Hz),7.01(lH ) d ) J=2.0Hz) ) 7.10(lH,d,J=7.1Hz),7.10(lH ) br) ) 7.1 
5(lH ) br),7.51(2H,d,J=8.3Hz) ( 7.53(lH ) dJ=7.8Hz),7.65(lH,t,J=7.8Hz),7.99(2H ) d,J=8 
.3Hz),12.40(lH,s). 
37 

[0098] S3t#iJ37 : N-(4-^°nt 0 /VT5/-^^-/V)-2 ) 2,2-hy 7/V^-n-N-(4-{[(lH-^T5:^y^ 

/v-2-^/v^^/v)-(i-^^/v-iH-^^yy—/v-2--r/M^-7V)-T^y]-^^/H--<^v > 

/V)-T-fehT^KWk^No.37](D^ 



^^^j37-l:N-(4-^ntVVT^/-^^7V)-2,2,2-hy7/^n-N-(44[(lH-^^)/ 

v ? /V)-TirhT5KMb^No.37](D^ 

^f^21-4^#^tLfc^^l66.6mg^^^^nn^^^5.0mH^^L, 
/VT5^0.052ml^P^i^: o 7R^LThy^/^n^^^K#l0.052ml^Px.T^ta-ei 

^2Am\Kmmu 4moi/imtyi<m/^^>^m2Am\^mx.xm 

, i/T/7K^b*^^^hy^^64.1mg^P^.fCo ^-CpH=5 ^M^Lfc Q ^^3 0 
ra«#b/c 0 KJSfL ^^*bTlmol/l^K^b^-hy^^^K^«^Px.T^nn/K 
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©:EBfe*ft£LT84.9nig&6&@#£LT#;fco 
MS(FAB,Pos.):m/z=562[M+H] +1 H-NMR(500MHz,DMSO-d +D O): 5 

6 2 

=0.90(6H ) dt ) J=3.1,7.3Hz) ) 1.57-1.67(8H,m),2.95-3.03(6H,m),3.24(lH ) m) ) 3.35(lH,m) 

,3.69(3H,s),3.71(2H,s),4.07(2H,d,J=5.8Hz),4.15(2H,d,J=8.7Hz),4.57(lH,s),4.63(lH ) 

s),7.12-7.17(2H,m),7.31-7.35(2H,m),7.45(2H,s),7.58(2H,s). 

38 

[0099] M&Wm : [4-(5-{[(lH-^^^ N y— /W2--r/^^/k)-(l-^^/k-lH--r^^y — /W2- 
/V-T5^Mk^No.38](D^ 

^JS^J38-1 : [4-(54[(lH-^5^y~/V-2--r/^^/V)-T5y]-^^/V}-l,3-v ? tKn- 

-ry-r^K— /v-2--r/v)-^^7v]-> ? 7 <> ntvv-T$^(D^j^ 

llifef?!j7-7^1#^^b^^24.3mg(DTHF2.0ml^^^lmol/l^^THF|§#: 
/THF^O.41ml^Px.l60#^^P^jl^bfc o O'CtCj^SPL^, y^/— /V^P^L 
StJ&£r#lt£i3\ mmVfCo aS^lmol/1^4.0ml^Px., 3R#P^P!f&l#fEUc 0 ^ 

MS(FAB,Pos.):m/z=384[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.88(6H ( t,J=7.3Hz),1.42-1.48(4H,m),1.49-1.60(4H ) m) ) 2.36-2.39(4H ) m) ) 2.45(2H,t, 
J=7.3Hz),2.72(2H ) t ) J=7.3Hz),3.76(2H,s),3.88-3.90(6H,m),6.98(2H,s),7.10-7.15(3H, 
m). 

Hit$J38-2:[4-(5-{[(lH-^yV— ;V-2-^;V^;V)-{l-^;V-m-^^/-~ /V 
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^Jfe^|38-l-e#^^fc^^l2.5mg<D^^7— /V2.0ml^?&^l-^/V-2-^;?V 
— /V#/V^v-77V^tK4.4mg, ^Ty7K*^*'>^^-hy , >A4.2mg^Px., B^fc 

MS(FAB,Pos.):m/z=478[M+H] +1 H-NMR(500MHz ) CDCl ): 8 

3 

=0.87(6H,t,J=7.4Hz),1.42-1.48(4H,m),1.49-1.60(4H,m),2.35(4H,m),2.45(2H,t,J=7.3 
Hz),2.72(2H ) tJ=7.3Hz),3.43(2H,s),3.54(3H,s),3.62(2H ) s),3.67(2H ) s),3.90(4H,s),6.8 
7(lH ) d,J=1.5Hz) ) 7.00(lH ) d ) J=1.2Hz) ) 7.08(lH ) s) ) 7.12(lH,s),7.15(lH,d ) J=8.0Hz),7.2 
3-7.24(3H,m),12.38(lH,br). 

mmm 39 

[0100] $^tf#j39 : {4-(lE)-[2-(4-{[(lH-^^^ N y— 7V-2-^/^^7V)-(l-^^/V-lH-^^^V^ 

M^^No.39]<D^j£ 

:^W>--hy^m^/V- ^ 5 -^^T^CO^^^-/Vhy^m^/V^^ 

^rj7^ti^K6.00g^THF50mn3:^^§-frfCo fcfcm&&0°C^ifcM\Vti%k, ^hy? 

AT^Ki.46 g ^px., 3B#r H WPf^M^bfc 0 siS^?SSr^ia*-e^*Pb^, ~t?4b 

ia^ISLt. ii?££«ETM*iU ^WB0^^1.92g^lt#fe@#:i;bT#fc 

o 

[0101] MMM39-2 : 2-(A-}£^/V-^l/i//V-4y^l/V—?V)-l,2-i/^l/(D&)$ l 

IIJfe^Jl-l"e#^^c^^0.99g^THF30mHC^b/Co m^W^fC\O^M 
U ^^J39-l-e#^>tbfc^^l.66g^Px., ^ia(Jl-C1.5^M8S#bfCo SJCS» 

^-(^i^W^^/V)i-T»^b,t^fBO^^0.78g^efe@f*^bT#fc o 
'h-NMR^OOMHz.CDCI ) 5 : 
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=4.83(2H,s),5.23(lH,dd,J=1.0,10.0Hz),5.71(lH,dd,J=1.0,16.6Hz),6.67(lH,dd,J=6.8, 
10.7Hz) ) 7.35-7.40(4H,m),7.70-7.72(2H,m),7.83-7.85(2H,m). 

: 4-{2-[4-(lE)-(l ,3-^fcKn-^y^VK— ;V-2-^/V^;V 

HJfe^j39-2-e#e>tb^b^^760mg, p-:/n^^>-XT/l^fcK69()nig % hy-o-hU 

130 o C^T63B#r H m#bfc o KJ«3S*Sr^a*-C?^*|IU^«. 2§$££M 

&fe@#:0.91g^#fc o 
MS(FAB,Pos.):m/z=368[M+H] +1 H-NMR(500MHz,CDCl ) 8 : 

3 

=4.86(2H,s),7.11(lH,d,J=16.2Hz),7.22(lH,d,J=16.2Hz),7.45(2H,d,J=8.3Hz),7.50(2H 
,d,J=8.3Hz),7.64(2H,d,J=8.5Hz),7.71-7.73(2H,m),7.85-7.87(4H,m),9.99(lH,s). 

^^^j39-4:2^4-(lE)-[2-(4-^^ntVVT^yy^/V-y^^/V)-t^/V]-^<>'^/V}- 

^y-r^K— ;wi,3-^o^ 

646mg&- e I^Ltifc, 
^-NMR^OOMHz.CDCl ) 5 : 



WO 2005/085209 



115 



PCT/JP2005/004189 



=0.86(6H ) t,J=7.3Hz),1.44-1.51(4H,m),2.35-2.38(4H,m),3.54(2H,s) ) 4.85(2H ) s),7.05( 
2H,d ) J=1.7Hz) ) 7.30-7.46(8H,m),7.70-7.73(2H,m),7.84-7.86(2H,m). 

IIM^!j39-5:{4-(lE)-[2-(44[(lH-^5^y^/V-2-^/V^^/V)-(l-^^/V-lH-^5^ 

/v-2-^/M^/v)-T^/]-^^/H-^^^/v)-t^/v]-^^^/H-v?^°ntvv-T5: 

219mg, ^-/Vh=¥^hy^/V0.39mMPx. N ^lclT16^^Si#L/c 0 ^J^^O 
tt^Lfcf, 7K*^*^*^hy^A135mg^Px., ^?U^T3B#rBm#b^ 0 H 

^tL^^/-/H2mH^fl?L/c 0 S^«^l-^^/V-2--r^y-/V^7/^^ri>- 
T/V^tKl56mg. ^-/Vhdr^hy^^/V0.24ml^Px., ^&^T15fl# P H W#Ut 0 ^ 
^lt^0 o C^Mbfc^, **^?*^by?A83mg^Px., ^a^T20#^W 

^—(^uti^/p^mm^MKxmMu tjfta<^i^<D449mg^ &&mfctvx 

MS(FAB,Pos.):m/z=497[M+H] +1 H-NMR(500MHz,DMSO-d ) 6 : 

6 

=0.88(6H,t,J=7.3Hz),1.70(4H,tq,J=7.3,7.6Hz),2.96(4H,t,J=7.6Hz),3.17(2H,s),3.72(3 
H,s),4.07(2H,s),4.15(2H,s),4.31(2H,s),7.28(2H,d,J=9.9Hz),7.35(2H,d,J=8.1Hz),7.50( 
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2H ) s),7.52-7.57(4H,m) ) 7.62(2H,s) ) 7.69(2H,d,J=8.2Hz). 

[0102] $g5t0t|4O : {[4-((lZ)-2-{4-[(> ? 7°tit:VVT5y)-^^-/V]-^^^/H-tf 

^f;H-(^^V-/v-2-Wf;v)-[(l-^f/W5^/-;v-2-^)-^f;v]-T?y 

Dffr^No.40]<D^$c 



HJ601I4O-1 : 4-((lZ)-2-{4-[(l lc]TSV >-2-^;V)-^;V\-^^^;V}-}f 

HJfef?!j39-3-e#^tb^k^0.76g, p-^in^e-<^XT/V^t:K0.69g, hy-o-hy/k 
*^^^103mg, g^^^9v ? '>A39mg^i/l/^15ml*Dj;tJ«hy^^-/VT5^15ml^ 
130 o C^T63H#^»#L^: o MJ&^^?MJrt?MbfcfK &£&&EE 

#e>nfcaS^v^y^^V^9^^n^h^^-(^^^Wv ? ^nn^^)^T*tM 
U ^fS»^^25mg^4afe?ft^^bT#f' 0 
'H-NMRCSOOMHz.CDCl): 8 

3 

=4.87(2H,s),5.55(2H,m),7.72-7.88(8H,m),7.25-7.48(4H,m),10.02(lH,s). 



Hit#!j40-2:2-{[4-((lZ)-2-{4-[(v > 7 o ntVVT5:/)-^^-/V]-7^— ;V}-\f^;V)-y^ 

IIMf?!j40-lTl#^tL^^^25mg^l,2-v ? ^nn3z^^3.0mH-^Lfc o £CJ£?§ 
^fcn-$^ntr/Kr^M).019niU hyTi?h^7kl!f»^^hy^36mg^n;t, 
^U^T62B#Rgft#Uh^ n-v ? 7 B nt°/VT^>'0.019ml, hyr^h^Tfcsfrftofc? 
*^-hy^A36mg^P^L, 50°C^T3l^«#UtiL n-i^/PtVVT^MJ.Oigmk h 
yrirh^-v'^K*^^'>*^-hy f >A36mg^Px., 3B#FM!fft]»Uc: 0 Kfomm&m 
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'H-NMRteOOMHz.CDCl): 8 

3 

=0.86(6H,t ) J=7.3Hz) ) 1.44-1.50(4H,m),2.36-2.39(4H ) m),3.55(2H ) s),4.86(2H,s),5,37( 
lH,d,J=1.2Hz) ) 5.44(lH,d > J=1.2Hz),7.22-7.47(6H,m),7.70-7.74(2H ) m),7.84-7.87(2H 
,m). 

Hifef?!j40-3:{[4-((lZ)-2-{4-[(v ? ^ o nfcVVT5y)-^ ; ^/V]-^^— ;V]-\f=^;V)-y^^;V 
>-tfb^No.40]<Dl^c 

Y*fmv*^w*ii\*:M%-, m^rc\^>.mwmmjz. 0 m&ww&vc\a§mjz. 

MKU ^SE(Dft^3.9mg^Jtfe»^^bT#^ 0 
MS(FAB,Pos.):m/z=497[M+H] +1 H-NMR(500MHz,CDCl ): 5 
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=0.87(6H,t,J=7.3Hz),1.49(4H,tq,J=7.3,7.6Hz),2.39(4H,t,J=7.6Hz),3.50(2H,s),3.56(3 
H,s),3.59(2H,s),3.63(2H,s),3.71(2H,s),5.42(lH,d,J=1.2Hz),5.44(lH,d,J=1.2Hz),6.88 
-7.47(12H,m). 

MMM 41 

[0103] Wt&ttl : {[4-((lE)-2-{4-[2-(v ? ^°nt°/VT^/)-^^-/V]-^^^/H-t^/V)-^^^ 

T^^Wk^No.41](Z)^ 

: 2-{[4-((lE)-2-{4-[2-(v ? ^citVVT^y) ;V\-7 ^^-;V\M 

^t#B^T, ^h :3 rv / ^/Vhy7rn^/V4N^^'>^^nyKl.05g^THF25ml^!il 

WTHF/^^/V-<^V^1.52ml^Px., ^UlZ-Xl^mmWiWU -fyK^fnlltL- 
tc 0 iitHlT^ Hife^39-4-e#e>^fc^^400mg^rTHF20ml^^$^ o 

K^«^o°c^^Pb^, -ryK^p^., ^?u^Ti40#r^*#bfc o hj^^^t 

^.tl^lA-^^>10mUcmm^fCo ^^«^lmol/1^3.0ml^Px., 20#^ 

^pi^«^DLfc 0 sjs^«^^?a*-e^Lfcm, mm&Mfc rmrnvtco imoi/i^K 
^b^-hy^^^^px., ^nn/K/v^-trttmbfcm^ ^mm^mufm^xm 

, hyr-feh^^^^^^^hy^Aioemg^px., ^s^-c66B#Rg*#Uc 0 ^ 
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'H-NMRCSOOMHz.CDCl): 8 

3 

=0.82-0.94(6H,m),1.44-1.65(4H,m) ) 2.48(4H,tJ=7.6Hz),4.85(2H,s),7.04(2H,dJ=3.9 
Hz),7.16-7.49(8H,m),7.65-7.73(2H ) m) ) 7.84-7.86(2H,m). 

: {[4-((lE)-2-{4-[2-(v ? ^ntWT57)-^^/V]-^3i— /H-tf^/V)-^ 

/Co 

7K*^*T>^^hy^A22mg^nx., ^m-e2^raat#L^: 0 zcj&mm&mfcT 

9.5mg, ^-/Vh^^hy^^0.051ml^P^., ^U^T160#PbW#U!: o BO£f§*£0 
MS(FAB,Pos.):m/z=511[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 
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=0.92(6H,t,J=7.3Hz),1.71(4H,sext.,J=7.3Hz),3.02-3.08(6H,m),3.20-3.26(2H,m),3.6 
4-3. 72(2H,m),3.71(3H,s),4.09(2H ( s),4.16(2H,s) ) 7.21(2H,s),7.32(2H,d,J=8.2Hz), 7.40 
(2H,d,J=8.2Hz),7.49(2H,d,J=8.4Hz),7.52-7.56(4H,m),7.65(2H,s),10.45(lH,br). 

MMM 42 

[0104] $g5t0!l42 : {[4-((lE)-2-{4-[(v > ^°ntWT57)-^^-/V]-7^^/H-tf ^)-7x=;l/]- 
^^•/H-«-(^$^y-/V-2--r/M^-/V)-T^^Mb'^^No.42](Z)^^ 

Hifef?!j42-l:{[4-((lE)-2-{4-[(v ? ^ 0 tifcVVT^y)-^^/V]-^^— /H-tf ^/V)-:7^/V 
]-^^/H-tT^-(-Y^^y— /k-2--T/^^/V)-T^^Wk^#)No.42](D^J^ 
mfe^(j39-4-e#^tLfc^^^)311mg^ytit2^/kA5.0mU y-^/— /V5.0mHC|§$?L 

/Co 

SJ^^^tK^^lTKfP^O.Sml^Px., 2H#^*Pf^B^Lfc 0 H^ife^S 

rtL^^y-/^8.0mHc^bf' o ££j^$e^o°c , 2— r^^y— 

/V^dr^T/V^tK 128mg, ^"/Vh^lihy^^-/V0.146mU l/T Vzk^b^^HJ^ 
MS(FAB,Pos.):m/z=483[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.87(6H,t,J=7.3Hz),1.72(4H,br) ) 2.93(4H,br),4.13(2H ) s),4.30(4H,br),4.48(2H,br) ) 7. 
28(lH ) d,J=7.3Hz),7.38(lH,s) ) 7.43(lH,dJ=8.1Hz),7.50(lH ) d,J=8.2Hz),7.59-7.71(10 
H,m). 

mmm 43 

[0105] : [4-(6-{[(iH-^^^y-/v-2--r7v-^^/v)-(i-^^/v--r^^y-/v-2--r7v 
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^^No.43](D^ 

U 4-v ? ^^-/VT5yt°y> ? >'1.70g, p-h/W/V^^nyKl.95g^Px.fc 0 KJ£?»£r 

g^^ife^i^u *E6«^hy^A-e^b^ 0 #*giJg^j±Tm$fu 
#^ttfcas^^y^^v^^^^^^hX^^-(^i3n^/^/^^^/k)^-c** 

MS(FAB,Pos.) : m/z=237[M+H] + 

: N-(4-v'Ty-^m^/V)-4-^/V-^^<^XT5KO'^^ 
llifef?!j43-l-e#^tL^^^1.26g^h/V3z^20ml^^^b, y^^l.29g^ 

MS(FAB,Pos.) : m/z=253[M+H] + 

HiiS{#j43-3 : 2-p-h/W/V-^^^Ti/— ;V-&-% ;Vt$^.Y}) ;V(D&$, 

:7^y^TWl^y7^5.78g^^*40mHd§^U 90°C ^*Pf^bfc 0 ^ife^!l43-2 
-e#fetLfc^^l.09g, ^/-/H.OmU 30%7K^k^hy>A^c^3.2ml(D^^ 
^^5^ra^^tT^^^MTbfCo 90°C^T3B#^«#b^, ^MKfttMUt 

MS(FAB,Pos.) : m/z=25 1[M+H] + 
ll^^!l43-4:2-(4-^^nl:VV-T^y-^^/l--7^^/l-)-^<^y ? ^Ty ? --/V-6-^/V^ 
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MS(FAB,Pos.) : m/z=350[M+H] + 



w-tvxmtio 

MS(FAB,Pos.) : m/z=354[M+H] + 



HJfef?!j43-6:[4-(6-{[(lH--r$^y— ^--f/M^Xl-^/W^/- /V-2--T 

/vy^/v)-r^y]-y^-/H-^yy^ry— ;w2-^My^n-i^otf/w75y[ 

^^^No.43](D^ 
HSi^!j43-5-e#^tl,fc^^52.5mg^y^/— /M.0mU^i?Ui o £ij£^$^2- 

^^v— /v#/v^^yT/v^tKi5.2m g , ^/vh^myy^vwoMi^p^ 
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37.0mg, i/TJ7kmik*Vm*rbVVJ*47Amg&1]\ix.fc 0 B.J&m&\Z.&m&1m%.X 
MS(FAB,Pos.):m/z=528[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.87(6H,t,J=7.3Hz),1.75(4H,br),2.96(4H,br),3.72(3H,s),3.86(2H,s),4.14(2H,s),4.21 
(2H,s) ) 4.40(2H,br),7.51(2H,s),7.57(lH,d,J=8.3Hz),7.63(2H,s),7.83(2H,d,J=8.4Hz),7. 
95(lH,d ) J=8.3Hz),8.16(2H,dJ=8.4Hz),8.30(lH,s). 

MMM 44 

[0106] : (4-{[(lH— — /V-2-^/V^;V)-(l-^/V-m-4^V*—?V-2-4?V 

^^/v)-T5y]-^^/H-^^^/v)-^^/v-(4-t 0 ^y> ? >'-i--i'/v^^-/v)T5^Mt:^ 

i^No.44](D'^^ 



Hitf?!j44-1 : 4-[(4,4-v > 3zhd f -^^-7VT^y)^^/V]--<^y^hy/KD^^ 

4-*/V5yV^<^i/^M;/V612.0mgSr^y— /H8.4mHc:jS#$*, 4,4-5*nHf-->^/ 
5vKT^752.5mg, ^-/Vh^^hy^/H.53ml^Px.^?a^-C18B#^it#Lfc 0 
V^tJC^T^ ^^b*^*^hy^^529.7mg^P^, ^&^T£i^O30^8l#Uc 
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MS(FAB,Pos.):m/z=277[M+H] + 

, mn^xi8mmmwvtc 0 ^m^w^m&mmu ^^pp^cjg 

MS(FAB,Pos.):m/z=291[M+H] + 

: 4-{[y^-/v-(4-^yy^/v-yr^yyy^M-^ oy^bV/w&fft 

mMim4:-2X^hn±i\:&m.22g&7HF12.2m\KmM£^:. lmol/l:^12.2ml&r 
it^hV^TKmm^UK., ^nn*;WitilLfc 0 ^jS^^P^xK^, # 

«^hy^^«i, M)±mmyf' 0 mm^V^^f/v^j^yu^byyy^—^ 

viu^/uj^/yyy-/p)icxmmumw^mj9o g ^M^m^tyxm^o 

MS(FAB,Pos.):m/z=217[M+H] + 

llifef?!j44-3-e#^n^k^0.790g^^y-/V23.7ml^^$^r, t°^^ 
0.542mU v/TyTK^b^^^i-hy^^SQ.Smg, , g^^-C P H=4i^§!|U ^S.^ 

\zxmmymm<Dfc&m.905g&n&mvt^byxmc o 

MS(FAB,Pos.):m/z=286[M+H] + 
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[0107] mtfo&U4-6 : (4-{[(ltW^"V — /V-2-^/V^7V)-T*A-^/V)--Oi?/V}-^ 

%M®m-5Xt&htltLik-&%!) 248.5mg3r^/— ;V\2Am\\zMM^, 2--f^V 
— /V#/V^^>T/V-xtKl23.7mg N ^-/Vh=¥^hy^/V0.282nil^Px.^?a^T2.5 

mm^v^^7^^^^h^9y4—(^ti^7uj>,/^y—/v){cxmmu mm 
(Di^mi6.zm g ^n^m^tvxmc 0 

MS(FAB,Pos.):m/z=370[M+H] + 

llii$l44-7:(4-4[(lH-^?V— /V-2-^;V^;V)-(X-^;V-m-^yy— ;V-2-^( 

-^No.44](D^J$ 

mfe^j44-6-e#^tL/c^'^^)116.3mg^^y— /V5.81mH^§$?£-£\ 
-2-^5^V— /V^/V^ ; 3r^T/V-T y tK52.0mg. i/T/zk?!t^^l^hy^iv39.6mg&r 
^PX., @»-TpH=4^fgMU ^^T6 0 Hail #Uc 0 SJ^^^^^^^ff^i 
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MS(FAB,Pos.):m/z=464[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 5 



=1.69-1.81(10H,m) ) 2.58(3H,m) ) 2.82-3.17(6H,m) ) 3.71(3H,s),3.74(2H,s) ) 4.11(2H,s),4 
.19(2H,s),4.31(2H ) s) ) 7.41(2H ) d,J-8.1Hz) ) 7.47(2H > d ) J-8.1Hz) > 7.50(2H ) s),7.62(2H ) s). 

MMffl 45 

[0108] WtfiU5 : 2-(2-(4-v ; ynt 0 ;V7^y-^f-;V)-6-{[(lH-^^y-;V-2-Wf;V 

2- 3— K^/— /V0.637g^v ? ^hdr^^^5.0mH^flfLfc o KJ£l§^-p-M^ 
^/V^^l^Kfpi^82mg, y^^A^n$K42mg^Px. x ^^T18B#reW#Ui 0 

MS(FAB,Pos.) : m/z=2 1 7[M+H] + 

: 3,4-v?T5:/-'<>"y^by/V<D^$c 

3- ^hn-4-T^y-^>-y^hy/V4.38g^^y— /V600mH^j|fL, '^t-^bH 
^X27KfP^34.6g^Px.T60°Ct^Pf^b^ o ~;f^7k*^*^*^hy^366mg 

^b-fojjpx., 60°c-eii^«#bfc o £ej»TfL -tr^h-eitiiu 3t$^MJ±T 

T.a»S^^(^^W^^/W?>^i:^J;t9tlfB(D^^2.56g^^ 
MS(EI):m/z=133[M] +1 H-NMR(500MHz,CDCl ): 5 

3 

=6.68(lH,d,J=8.1Hz),6.95(lH,s),7.05(lH,d,J=8.1Hz). 
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t-7>^rv-^/V^^/VT5y^^^3.91g. WSCI^^^4.02g. HOBt 
2.82g^nti^/VA60ml/DMF30nin^^blNF^*#b^o ^tU^»!|39-2-C# 

MS(FAB,Pos.):m/z = 333[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=1.34-1.46(2H ) m) ) 1.38(9H,s),1.56(2H,quint.,J=7.3Hz),2.33(2H > t ) J=7.3Hz),2.93(2H, 
dt,J=6.1,6.8Hz),5.93(2H,br),6.76(lH,d,J=8.4Hz),6.83(lH,t,J=5.4Hz),7.28(lH,d,J=8. 
4Hz),7.61(lH,s),9.10(lH,s). 

IIMf?!j45-4:2-(4-^^i3l:VVT^y-^^/V)-3-(2-tK^^v / -^^/^)-3H-^<^XV^ 

Hifef?!j45-3-e#^tV^t:^175.1mg^DMF 4.0mnc^L^ o SJS^^0°C(C 
#*PU 60%^3mb^y^45.2mg^n;L, ^?a^T405>P^«#Lfcm, HJfi^l 
45-l-e#^^t^b^l79.9mg^P^., ^&^T20#P H W#Ut o KJ£I»«© 

-rhvvj»-?&m,tio mm&mt\ut&* mmm^mj^rmm^tc 0 

°C ^£PUt# , ^°nt°^-^T/V^tK40. lmgSr^^y — /H .OmH-^Lfc^^M 
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mmz.x\A.mmmw\^t'o R^mm^mmrmmu imoi/i7kg£^hy>A7k^ 

41.8mg£^,@#:£LT#fc 0 
MS(FAB,Pos.) : m/z=343[M+H] + 

MMfiU5-5 : 2-(2-(4-^ntW7^-y'f;V)-6-{[(lH--f^^y — ;W2--f/M^;V' 

z\fi**?;—;v i . omi izmteUto Rit^m \z 1 — /v#/i^3r v* 

T/V^tKH.Smg, ^Ty7k^b*^*^by^A15.4mg^JPx., @^^^-CpH=5^|^ 
IgU ^?a^-C15B#^»#bfc 0 SJ£^i££«ffiT**&U #^>tbfcaS^lmol/l 
TK^b^-hy^^TK^^Px., ^pp4vW^1*tiiUc 0 ^8§Jg£rt&fR^ik7R-egfc 
*£U ^«fE^hy^A-e^Lfc 0 S£jS*#J£atBiJU^ #BSJg£«£ET«*gb 
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MS(FAB,Pos.):m/z=522[M+H] +1 H-NMR(500MHz,DMSO-d) 8 : 

6 

=0.91(6H,t,J=7.3Hz),1.65-1.73(4H,m),1.83(2H,m),1.93(2H,m),2.99(4H,br),3.11(2H, 
br) ) 3.29(2H ) br),3.73(3H ) s),3.88(2H ) s),4.12(2H ) s),4.20(2H ) s),4.66(2H,br),7.53-7.55( 
3H,m),7.64(2H,s) ) 7.70(lH ) d,J=8.2Hz),8.33(lH,d ) J=8.2Hz),10.27(lH,br). 

MMffl 46 

[0109] : [3-(6-{[(UW^V — ;V-2-^;V^;V)-{X-^;V-lH-^^/— /W2- 

^:7W/k-T^Mt^^No.46]<D^j$ 



4-T5/-3-^hn^^y^MJ/V3.00g(Z)rc^/w- /V300ml^^^^b^X(II)-7K^P 
i^20.7g^Px., o^V>T*^b*^*^-hy>A348mg^»Lfc 0 60°C-e^^# 
LfcO^ ^100mHo££;§r?i§$^5feU ^Kl00ml^Px.fc^^, ^C*»@?f^^ 

Tkmm^^y^^x^m, mmm^-r^t^^, mm<D^m.29 g ^m±^ 

[0110] : [3-(2-T$y-5-^Ty-^ai^/V^/W^^7V)-^ 0 nt o /V]-^/W^$^^ 

4-(t-^hdr^/^^/VT5:y)i§^1.53g(DDMF30ml^^^HOBt 
1.07g^WSCI^^1.51g^Px.-C0.5B#F^^#L, Z.(DfcfcAfc&Wfc®m-lXnh 
tL^t:^1.00g(DDMF 12ml^(^TbfCo ^Tl2l$F^#Lfc<^^$^ 

y^A^K^^nR^^b, M^mm^^^x^m, mmm^xnhntzn 



WO 2005/085209 



130 



PCT/JP2005/004189 



<0, M^<z>4k&m.57g&3L&&mfckL>xmZo 

MS(FAB,Pos.):m/z=319[M+H] +1 H-NMR(500MHz ) CDCl ): 8 

3 

=1.38(9H,s),1.68(2H,quint.,J=7.1Hz),2.32(2H,t,J=7.6Hz),2.97(2H,q,J=6.6Hz),5.95(2 

H, s),6.75(lH,d,J=8.5Hz),6.86(lH,t,J=5.6Hz),7.28(lH,dd,J=2.2,8.5Hz),7.59(lH,d,J= 

I. 7Hz),9.08(lH,s). 

ll^f?!j46-3:{3-[(2-T^y-5->^Ty-^3i^/V)-^ 0 titVV-^/W^^^/V]-^ntVH- 
^IJi^!l46-2-C#^^^b^^l0.501g(DDMF 4.0ml^?fc60%7k^fk"7-hy<7A 

Tb-c, mur23mmmw^fc 0 ^mm^mmm^u pm^MzLmMLxma 
^hK^^mu(Di^m^i^m^^t\^xmz. 0 

MS(FAB,Pos.):m/z=343[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.99(3H,t,J=7.3Hz),1.42(9H,s),1.85(2H ) sext.,J=7.3Hz),2.14(2H,quint.,J=7.3Hz),2.9 

5(2H,t,J=7.3Hz) ) 3.30(2H,q,J=6.3Hz),4.10(2H,t,J=7.3Hz),4.86(lH ) br),7.50(lH,dd,J= 

1.5,8.3Hz) ) 7.64(lH,dd,J=0.7,1.5Hz),7.75(lH,ddJ=0.5,8.3Hz). 

llifef?!j46-3X:1#^n^k^0.375g^@^^^/V4.0ml^^Lfc o 4mol/li£^ 
^*/^^>^1.09ml^P^T20^^^#b^^y— /V8.0ml^»L-C« 

r^^i?)^|B(D>fb^^tfm^0.314g^Jefe?R#:^bT#^ o 
[0111] mM$m-5 : 2-(3-(v ? ^ 0 ntVVT^y)7°ntVV)-3-7 0 ntVV-3H--<^yid]-f 5^ N ^— 
/V-5-#/MJ^hy/KD^Jj£ 
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^Ty7^m^ 1 >^hV 1 >J»0.275g^MK.X, :7°nt°2j-^77VT ? fcK0.237ml 
MS(FAB,Pos.):m/z=327[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.92(6H ) t ) J=7.3Hz),1.00(3H ) t ) J=7.3Hz),1.54(4H,sext. ) J=7.6Hz) ) 1.86(2H,sext.J=7. 
3Hz) ) 2.17(2H,quint.,J=6.3Hz),2.58(4H,br) ) 2.79(2H,br),3.01(2H ) t > J=7.3Hz),4.13(2H, 
t,J=7.3Hz),7.50(lH ) dd,J=1.5,8.3Hz),7.65(lH,ddJ=0.7,1.5Hz),7.73(lH,dd,J=0.7,8.3 
Hz). 

IISiF!j46-6:3-[6-(T5:y^^-/V)-l-7°nt 0 /V-lH-'<^yid]^^^y^/V-2-^/V] 

HJ&f?!j46-5-e#^tL^^^)0.363g(D^y— /H2ml^^lmol/l^K^k^-hy^ 
^7K^?S3.6ml^nx., — ^^-/H20mg^^PbT, 7K^#HMT^6B#^it 

§'^^J:9a^fE^b^0.244g^te^^:i : b-C#fc o 
MS(FAB,Pos.):m/z=331[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H,t,J=7. 3Hz),0.99(3H,t, J=7.6Hz), 1 .44(4H,sext. , J=7. 3Hz), 1 .60(2H,br), 1 .84(2 
H ) sext.,J=7.6Hz),2.04(2H ) quint.,J=7.8Hz) ( 2.39(4H ) t ) J=7.8Hz),2.56(2H,t,J=6.8Hz),2. 
88(2H,t,J=7.6Hz),4.00(2H,s),4.08(2H,tJ=7.3Hz) ) 7.15(lH,ddJ=1.7 ) 8.3Hz),7.28(lH, 
d,J=1.0Hz),7.66(lH,d,J=8.3Hz). 

ll^0!j46-7:3-(6-{[(lH-^^yy— /V-2--r/V)^^-/VT^/]^^-/H-l-7 0 nt°/V-lH- 
^> , yid]^5^V^/V-2-^'/V)-N,N-> ? ^ 0 nt 0 /vy p ny-?^-l-T$^(7)'^j^ 
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MS(FAB,Pos.):m/z=411[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.87(6H ( t,J=7.3Hz),0.98(3H ) t ) J=7.6Hz),1.45(4H,sext.,J=7.6Hz),1.6-2.0(lH ) br)1.83 
(2H,sext.,J=6.6Hz),2.04(2H,quint.,J=7.6Hz) ) 2.40(4H,t,J=7.3Hz),2.57(2H,t,J=7.1Hz), 
2.88(2H,t,J=7.6Hz),3.93(2H,s) ) 3.97(2H,s),4.07(2H,t,J=7.6Hz),6.99(2H,s),7.17(lH,d, 
J=8.3Hz),7.23(lH,s),7.65(lH,d,J=8.3Hz). 

lllfef?!j46-8:[3-(6-{[(lH-^$^y— /V-2--T/^^/V)-(l-^^/V-lH-^^^y— /V 
-2-^/^^/V)-T5y]-^^/H-l-^°i3tVV-lH-^^X^^^ N y— 7V-2-^)-^°nt 0 

mfe^J46-7-e#^^c^^^)0 . 166g<k l-^/V-2-4^y — >Vi$&l/T ASf 
tK53.0mg(DM^^/— /V3.0ml^^^g^^lOM^PX., l^T J^MW^T^M^) 
^76.0mg^»LT21B#P^#Ui o KJ£«^^icU ^nn^MCg)»L 

-f-3^^£<9, ^?E(D^^86.0mg^^-fe»^^bT#^ o rtL^^S-T 
§r^(Cj:^^fB(D^^(D^^87.0mg^4ffi^@f^^b-C#fc o 
MS(FAB,Pos.):m/z=505[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.87(6H ) t ) J=7.3Hz) ) 0.97(3H,t,J=7.3Hz),1.44(4H,sext.J=7.6Hz) ) 1.81(2H,sext.J=7. 
6Hz),2.03(2H,quint.,J=7.6Hz),2.38(4H ) tJ=7.6Hz) ) 2.56(2H,t,J=6.8Hz),2.88(2H,t ) J=7 
.6Hz),3.43(2H,s),3.50(3H,s),3.69(2H,s),3.82(2H,s),4.06(2H,t,J=7.3Hz),6.86(lH,d,J= 
1.5Hz),7.00(lH,d,J=1.2Hz),7.10(lH,s),7.15(lH,s),7.28(lH,s),7.33(lH,d,J=8.3Hz),7. 
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67(lH,d,J=8.1Hz),12.4(lH,br). 

[0112] $gj£0t|47 : [4-(6-{[(lH-^^A- )V-2-^;V^f-;V)-{\-^f-;V- 1 tW^V /V-2-4 
/v^/v)-T5/]-y-^/H-Wyy°nt7WH-^yyV5yV— /W2-^;v)-/f;v]- 
v ? ^°nt°/V-T5:^Mb^^)No.47]CO^^ 

llitf?!j47-l:{4-[(2-T^y-5-v^Ty-7^^/V)-'fy^ 0 ntVV-^7/W^^/r/V]-^^7H- 

HJfef?!j45-3-e#^tL^:^^242mg^DMF5.0mHC^^b, 60%7K^b^hy^A 
29.1mg, ^V^7K^^2-3— K7°^^W9.6m l^Px.-C^a-e^m#b/c 0 HJ^ 

MS(FAB,Pos.):m/z=375[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=1.00(3H ( d ) J=6.6Hz),1.21(3H,d,J=6.6Hz),1.43(9H,s),1.53-1.65(4H ) m) ) 1.88-2.01(2H 
,m),3.00-3.07(2H,m),4.45(2H,brs),4.58(lH,brs),4.90(lH,sept.J=6.6Hz),6.80(lH,d,J 
=8.3Hz),7.23(lH,d ) J=2.0Hz),7.45(lH ) dd,J=2.0,8.3Hz). 

ll^f?!j47-2:2-(4-T^/-^^/V)-3-^yy 0 ntVl--3H-^<>'yV^^y^/V-5-^7/V^ 

Hlfef?!j47-l-e#^n^k^44.1mg^4tt^yyy— /H.0mK^§fi?U 4mol/l^b 
7K*/^^y^l.0ml^Px.T^^-e3B#^^t#Lfc o Si^^T^, 

26.0mg£fife*j!r^LT#fc o 
MS(FAB,Pos.):m/z=257[M+H] + 
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m^xm^, mmm^m^mm^-bv^xnm^o mm^m^xmm^h^ 

MS(FAB,Pos.):m/z=341[M+H] + 



IIMf?!j47-4:[4-(6-T5/^^-/V-l--l'y7 0 nl:VV-lH--<^yV5^y^/V-2--r/V)-^ 
^^J47-3Tl#^^bfc^^34.0mg^^y— /V2.0mH-^b, lmol/l^K^b^ 

vtc 0 %ifomT&, -t94bmmu ww&m^ ^^oD^-eittiL, mm 
^mm^m^mmi-bv^^xm^t'o mm^^xmm^t 

^31.3mg»lt^?ft^^b-C#fc 0 
MS(FAB,Pos.):m/z=345[M+H] + 



Hitf?!j47-5:N-[4-({[(lH-^5:^y— /W2-^)^f ;V]7^y}7tf /V)^^^]- 
N-(l-V7/xf;v)-N ' ,N ' -i^nfcVK/^y'-l A-^T^XD&ffc 

llifef?!j47-4^#^n^k^31.3mg^xKyyy— /Vl.Oml^^b.^/Vh^^h 
yy^/H4.9/i U 2-^yV— /^/k#df-^T/^tK9.60mg^Px.^^#H^T^ 
MX2mmMWlsfCo #CV ^X7km^7kmfc*Vm^bVVJ>>3A0mg&M7L^MX2m 

tio mm&m^xmm(Dik&mi.7mg&M&mfctL-xm<io 
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MS(FAB,Pos.):m/z=425[M+H] + 
HJfe^47-6:[4-(64[(lH--f^i/— ;V-2-4/V^/V)-(\-^;V-m-4^/— A* 

— {?uu-fc/vj>.mwt^M\z.&<9mM, mm^m\^wM(Di^m(DmmM2&AmE 

MS(FAB,Pos.):m/z=519[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.86(6H,t, J=7. 3Hz), 1 .43-1 .45(4H,m), 1 .63(6H,d, J=6.8Hz), 1 .62-1 .65(2H,m), 1 .80-1 . 
87(2H ) m),2.36(4H ) br),2.48(2H ) br) ) 2.90(3H,t,J=7.8Hz) ) 3.43(2H,s),3.51(3H,s) ) 3.70(2 
H,s),3.82(2H,s),4.67(lH ) sept.,J=6.8Hz),6.86(lH,d ) J=1.2Hz),7.00(lH,dJ=1.2Hz),7.1 
3(2H,d,J=22.2Hz),7.31(lH,dd,J=1.5,8.3Hz),7.48(lH,s),7.66(lH,dd,J=3.9,8.3Hz),12. 
4(lH,br). 

mmm 48 

[0113] MMfim : [5-(6-{[(UW^V — ;V-2-4)V^?vy{\-^?V-\Y\-4^/— ;V-2~ 

-r/^^/^-T^yl-^^/H-i-^^tw-iH-^^yV^^V— /v-2--f/v)-^^^/v]- 

v?:7W/k-T^Ml^^No.48]<D^J$ 

mgf?!j48-l : [5-(2-T57-5-v/T/-^^^/V^7/V/^^/V)-^^^/H-^;/W^5^^ 
Hitf^e-l-eltfe^fc^-^^SlOmg^DMF 20ml^^^$-^, Wfgi£LT:&l^ 
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tvxntco 

MS(FAB,Pos.):m/z=381[M+H] +1 H-NMR(500MHz,DMSO): 5 = 
1.30(2H,m),1.43(2H,tt,J=7. 1, 7.3Hz), 1.58(2H,m),2.32(2H,t,J=7.4Hz),2.99(2H,dt,J=6. 
3 ) 6.8Hz),5.00(2H ) s),5.93(2H,s) ) 6.75(lH ) d ) J=8.3Hz),7.26-7.38(6H ) m) ) 7.62(lH ) d,J=2 
.0Hz),9.08(lH,s). 

^Sif!j48-lTl#^^fc^^961mg^DMF 20m\KmM^. ^^0°C^^Pb 
tzM, 60%^K*^^-hy^^72.9mg^Px., ^?a^MbT30^^Jl#b^ o ~<D?«^ 
1-3— K:/n^M).30ml^TL-C, $^^30#^*i#b7t o r^0°C^Mb^#, 

^3 1 7mg^^fe?ft^i:L-C#fc 0 
MS(FAB,Pos.):m/z=423[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.90(3H,t, J=7. 3Hz), 1 .22-1 .27(2H,m), 1 .40-1 .46(2H,m), 1 .49-1 .63(2H,m), 1 .89-1 .94( 
lH,m),2.01-2.07(lH,m),3.10-3.17(3H,m),3.86-3.92(lH,m),4.40(2H,s),4.79(lH,s),5. 
08(2H,d,J=1.5Hz),6.76(lH,d,J=8.5Hz),7.25(lH,d,J=1.7Hz),7.30-7.38(5H,m),7.41(l 
H,dd,J=1.7,8.5Hz). 

llii^!j48-3 : [5-(6-^r/-i-y ntvv-iH-^^yV5:^y^/v-2-^r/v)-^^^-/v]- 

HSfef?!j48-2-e#^tL^b'^^317mg^^y— ;Vb.0m\\zMM^. 4mol/l^fb?k 
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MS(FAB,Pos.):m/z=405[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.99(3H,t,J=7.3Hz),1.48-1.54(2H,m),1.58-1.62(2H ) m) ) 1.84(2H > tqJ=7.3,7.6Hz),1.9 

5(2H,tt,J=7.3,7.6Hz),2.89(2H,t,J=7.6Hz),3.27(2H,d,J=7.6Hz),4.09(2H,t,J=7.4Hz),5. 

09(2H ) s),5.15(lH ) s),7.32-7.50(5H ) m),7.62(lH,tJ=0.7Hz),7.72(lH,d,J=8.3Hz). 



^^^j48-4:2-(5-T^y-^^/V)-3-^ntVV-3H-^^^^^i/— /V-5-^7/V#^ 

^^25.6mg^e^@ft:^LT#fc 0 
MS(FAB,Pos.):m/z=271[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=1.00(3H,t,J=7.4Hz),1.48-1.58(4H,m),1.82-1.89(2H ) m),1.93-1.99(2H ) m) ) 2.73(2H,t, 
J=6.7Hz),2.90(2H ) t ) J=7.8Hz),4.10(2H ) t,J=7.4Hz) ) 7.49(lH,ddJ=1.7,8.3Hz),7.64(lH, 
ddJ=0.7,1.5Hz),7.76(lH,dd,J=0.5,8.3Hz). 



: 2-(5-v ? ^°nt7VT^/-^^^-/V)-3-^°ntVV-3H-^<>'yV^^y^/V 
K0.020ml^Px.^M^T20B#ra^#Lfc o f&fP^Tkit^hy 

Tkmmxmfru m^mm-rhv^Kx^m^ mm^m^vxmm^t^m 
29Amg&m&mvt!®bvxmz.o 

MS(FAB,Pos.):m/z=355[M+H] +1 H-NMR(500MHz,CDCl ): 8 
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=0.86(6H ) t,J=7.4Hz),1.00(3H ) t ) J=7.3Hz) ) 1.40-1.49(6H,m),1.51-1.56(2H,m), 1.81-1. 
88(2H,m) ( 1.91-1.97(2H,m),2.36(4H ) t ) J=7.7Hz),2.41-2.44(2H,m),2.89(2H ) t ) J=7.9Hz) 
,4.10(2H,tJ=7.4Hz),7.48(lH,ddJ=1.7,8.3Hz),7.63(lH,dd,J=1.5Hz),7.76(lH,dd,J=0. 
5,8.3Hz). 

MMims-6 : [5-(6-{[(llW^V— ;V-2-^(/V^/V)-TKA-^^]-l-^n\i a ;V 
Hlfef?!j48-5-e#^tt^^^)29.8mg^^y— /V20mK^fi?£i^ lmol/^k^fb 

Z.fh^^ /—;V2.Qm\\zmM^. /V#/V^v-T/V^fcKl3.4mg, 

, ^K*^^^^^-hy^io.5m g ^px., ^ta^Mbf'^iB#r^it#Lfc 0 tR^hixjc 

MS(FAB,Pos.):m/z=439[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.87(3H ) t ) J=7.4Hz),1.01(6H ) t ) J=7.1Hz),1.40-1.49(4H ) m),1.50-1.56(4H,m), 1.78-1. 
86(2H,m) ( 1.89-1.95(2H,m),2.25-2.38(2H,m),2.42(2H,t,J=7.4Hz),2.52(2H ) q,J=7.1Hz 
),2.85(2H ) t ) J=7.8Hz),3.92(2H,s),3.96(2H,s),4.04(2H,tJ=7.4Hz) ) 6.99(2H,s),7.15(lH, 
d,J=8.3Hz) ) 7.22(lH,s),7.64(lH,d,J=8.1Hz). 

HJfe^!l48-7:[5-(6-{[(lH---r5^y— ;V-2-^/V^/V)-(X-^7V-m-^^/—/V 

^-^/M^/^-T^yi-^^/H-i-^ntvv-iH-^^yv^yy^/^-^v)-^^ 
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/V*/WaJ?^Xr/V9*fcK2.6mg, i/T/**lW^^hy^2.5mg£;!jn;l, @^ 
MS(FAB,Pos.):m/z=533[M+H] +1 H-NMR(500MHz ) CDCl ): 8 

3 

=0.90(6H,t,J=7.3Hz),0.99(3H ) t ) J=7.3Hz) ) 1.41-1.44(2H,m),1.65-1.70(4H,m), 1.76-1. 
80(4H ) m) ) 1.90(2H,m),2.96-3.06(6H,m) ) 3.22(2H,m),3.73(3H,s),3.89(2H,s),4.12(2H,s) 
) 4.19(2H,s),4.53(2H,s),7.53(lH,s) ) 7.55(2H ) s) ) 7.64(2H ) s),7.69(lH ) d,J=8.4Hz) ) 8.41(l 
H,s),14.99(lH,br). 
49 

[01 14] : N-(4-{[(llW^V— /W2-^/V^/VM5,6 J,8-^h^fcKntKn-3r/y 

^-8-4/^)-T^y\-^7U}-^<^iy/V)-hi-^/V-N ' ,N ' 
5>-W^#»No.49](Z)^ 



II W(J49-1 : N-(4-{[(lH-^^y^/V-2-^/M^/V)-(5,6 J,8-^h7tKntKn-dr/ 
y V-8-^/V)-T^/]-^/H-^^/V)-N-^/V-N ' ,N ' -^nt>-^y-l,4-^ 
T^^Wk^No.49](Z)^ 

llifef?!j9-2-e#^^b^203.5mg^4tt^^y— /V8. lmK^§fi?U 4dOT<D^}£ 
X^)^l.tL6J-iy^vi-5H-^-y^-8-^117.7mg, ^TSTk^t^^li-bV 1 ?^ 
99.9mg^Px.fc 0 ^-CpH=5^!«b/c 0 ^M"C2 0 ^«#Lfc 0 £0£^, 

&mM&mfobL,xmc.o 
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MS(FAB,Pos.):m/z=517[M+H] H-NMR(500MHz,DMSO-d +D O): 8 

6 2 

=0.92(6H,t,J=7.3Hz), 1.63-1. 76(6H,m),1.78-1.84(4H ) m),1.92-1.98(4H ) m) ) 2.57(3H,s) 
) 2.98-3.07(10H,m),3.83(2H,s),4.10-4.16(2H,m),4.29-4.31(2H,m),4.50(lH,m),7.41(2 
H,dJ=7.8Hz),7.49(2H.s),7.55(2H ) t ) J=7.0Hz)8.39(2H,d ) J=1.4Hz),8.83(lH,d,J=5.6Hz) 

MMW 50 

[01 15] : N-(4-v ? 7°ntVVT^y-^^/V)-N-(4-{[(lH-^'$^y'— /V-2-^/V^/V 

)-(5 ) 6J ) 8-^h9tK^-^yy^-8-^/V)-T$y]-^^7H-^^v ? /V)-^^^/V*^T$ 
KWb^No.50](D^ 



HJSf?!j50-l : (4-{[(4-v ? 7VtVVT5/-^ f^^y^-ZV-T^-^M 

IIMf?!j23-4Tl#^^fc^^l98.3mg^te*^^nn^^^4.0mH-^L, 
/KT^0.142mU ^^^7^^7^^yK0.060ml^Px.T^ta-em#^*#b^o K 

^^ti-^h^^^— (^uti^^/mm^M^M^ fllfE<^^192.0mg£4$ 

MS(FAB,Pos.):m/z=469[M+H] + 



HJfef?!j50-l-e#^n^k^l92mg^^y— /V2.0ml^^b, 4mol/lig^*3{f/ 

v ? ^-9-^^2.omi^nx.-c^?a-ei0#r^«#bf' o kj£^> *«£^w-~ 0 

^-/Vh=3r^hy^^-/V0.135ml^P^lT^ta-ei4.5B#rHW#b/t o ^t^^tK*^*^* 
^-hy>A46.5mg^Px.T^ta-e30^r 3 m#bfc o KJ^fL i§j&£HgicUfco TK^P 
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MS(FAB,Pos.):m/z=450[M+H] + 
Hit^!j50-3 : N-(4-S^P t°/VT57-^^/V)-N-(4-{[(l H— ^ — ;V-2~4/V^;V 
Ktfb^3No.50]<D^J$ 

^^j^Lfcej-^tKn-sH-^/y^-s-^wsjmg, ^T/Tk^t^^^hy^ 

m^Vfc 0 lmol/l^^b^hy^^^^Px.-Cynn^/V^ttmbfc 0 
/VA/@^^^^/V)-e^L, ^^ffli-§^^^J;(9^fB(D^^(D^^69mg^ 
MS(FAB,Pos.):m/z=581[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.87(6H,t ( J=7.3Hz),1.40-1.52(4H,m),1.59-1.66(4H ) m),2.10-2.15(4H ) m) ) 2.87-2.90( 
6H,m),2.96(3H,s),3.05-3.08(4H,m),4.11(2H,dJ=15.5Hz) ) 4.24(2H,s),4.29-4.43(lH,m 
) ) 4.92(2H,brs) ) 7.21(2H ) dJ=7.8Hz) ) 7.56(2H ) s) ) 7.90(lH ) t ) J=6.1Hz),8.20(2H,d,J=7.6H 
z),8.36(lH,tJ=6.3Hz),8.86(lH,d,J=5.3Hz). 

mmm 51 

[0116] m&im 1 : 3-[(4-v ? ^'ti tWT^y-^^7V)-(4-{[(l H--f^V >V-2-^?V* ^/V)-(l- 
y^/WlH-^5^V— /W2-^/ky^/k)-T$y]-y^/H-^^v ? /k)-T^y]-7°nt°^- 
>-M^^No.51](D^ 

HJfe0t|51-l: 3-[(4-^°nt7VT5/-^^-/V)-(4-{[(lH--f5^ N y— /V-2--f/vy^/V 
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lo.omi&Mx-Mmmm^tco R^mr^mm^^u nm^it^m^mm. 

7 1 Am&tm mftbL,Xfflto 
MS(FAB,Pos.):m/z=538[M+H] +1 H-NMR(500MHz,DMSO-d +D O): 5 

6 2 

=0.92(6H,t,J=7.5Hz),1.63-1.69(6H,nO,1.79(2H,br),2.85-3.08(10H,m),3.16-3.22(2H, 
m),3.64(2H,s),3.75(3H,s),4.11(2H,s),4.19(2H,s),4.27-4.37(2H,m),7.31(2H,d,J=8.1H 
z) ) 7.46-7.51(3H,m),7.60(2H,s),7.56-7.63(lH,m). 

mmm 52 

[0117] : (4-v ? 7°citVkT^y-^^/V)-(4-{[(lH-^^^ N y-/V-2-^/^^/k)-(l-^ 

No.52]<D-^/& 



: (4-^ry--<^v > /v)-(4-v ? 7 0 ntvvT5y-^^-/v)-^/w^^>-^t-^ 

mVV^/V?,80n 1^4-v/Ty^^XT/V-xt:Kl59mg^Px., ^^t#BMT^?&^-C 
160#^«#Lfc<D^>, /K^T^m^^^m^hy^lOSmg^Px., ^M^T30^^ 

&:W«W?S£0fe, ^$^@5feLT^»^384mg£r#fc 0 ~<D5^ 293mg^^ 
nn^/^6.0mH^^L, vM-^/Vv^— afkfc— h334mg^Px.^##H^T^ 

?a^Tiou#r H m#b^ 0 sj^TiL iMfp^^7K^^-hy^^^iR3.omi^p^, * 

f/V)(a»SL, ^fB(0^^331mg^lt^»^^b-C#^: 0 
MS(FAB,Pos.):m/z=388[M+H] + 



:^f?!j52-2:(4-v > ^ P ntVVT$y-^^-/V)-(4-{[(lH--j'5^V'— /V-2-^/V^^/V)-(l- 
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y->A^K^?g3.0mli:7^— — y^KDx^/- /HI^^^Px., ^^^K^#H^T 

-e30#r 3 w#bfc o Rfcrnrik, -t^bmmu mmzm^t^ ag^^nn^ 

/k#/l^^T/^fcK83.7mg^JPx., ^^#HMT^^^-C15B#^*#b^cD^ 
, ^K^TTK^^^^hy^ASQ.Omg^Px., ^a^-C30^r^«#Lfc o KJ&*3-T 

1 17mg^hyT-feh^^#^^^*^-hy ^326mg^l(Px. x ^U^fff #HMT-ei7 

7^^n-^h^7^-(^nti^/Vi ;s /^^7-/v)^-C*tMb. ^FB(D>fb^360mg^ 

MS(FAB,Pos.):m/z=566[M+H] + 

IIMf?!j52-3 : N-(4-{[(lH-^^^y — /V-2-^/^^/V)-(l-^^/V-lH--r^^ N y— 
-2-^/V^/V)-T^/]-^/H-^^vvV)-N ' ,N ' -^ntVW^^y-l.^T^y© 

HSi^!j52-2-e#^tl,fc^^360mg^^/— /V3.6mU^0L, 4mol/l^fb7k*/ 

vtt-y-^mms.emi&Mz., mnmm^mm.Tximmm&istio mm 
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MS(FAB,Pos.) : m/z=465[M+H] + 



Hitf?!j52-4:(4-v ; ^ntVVT$y-^^-/V)-(4-{[(lH--r5^y— /V-2-^/W^/V)-(l- 
Hife^52-3-e#^^c^^l3.4mg^THF0.26mHC^^b, hy^/VT^lO ^ 1 

MS(FAB,Pos.) :m/z=491[M+H] +1 H-NMR(500MHz,CDCl): 8 

3 

=0.86(6H,t,J=7.4Hz),1.39-1.50(6H,m),1.67(2H,quint.,J=7.5Hz),2.30-2.34(4H,m),2.3 
9(2H ) t ) J=7.3Hz) ) 2.96(2H,tJ=7.3Hz) ) 3.48(2H,s),3.58(3H,s),3.60(2H,s) ) 3.69(2H,s),4. 
17(2H ) s),6.89(lH ) d,J=1.2Hz) ) 7.00(lH,dJ=1.2Hz),7.08(lH ) brs),7.13(lH,brs),7.31(2 
H ) d,J=8.1Hz),7.44(2H ) d ) J=8.1Hz) ) 12.37(lH,brs). 

mmm 53 

[01 18] Minimi : ntVVT^y-^^7V)-(4-{[(lH-^^^y-/V-2--r7^^7V)-(l-^ 
^7V-1H-^5^V— /W2-^/^^/V)-T^y]-^^/H-^^^)-*/^T^KWb^ 
^No.53](D^j^ 



^f^53-l:(4-v?7°ntVVT5/-^^/V)-(4-{[(lH-^5^y^/V-2--r/V^^/V)-(l- 

y^/v-iH-^5^y^/v-2-^/vy^/v)-T5y]-y^/H-^^^/v)-*/v^T5KMb-^ 

Wo.53](Z)^$c 

Hitf?!j52-3-e#^tL^b'^^82.9mg^^y— /Vl.Oml^^^b, 3^50 jit 
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MS(FAB,Pos.) :m/z=494[M+H] +1 H-NMR(500MHz,CDCl): 8 

3 

=0.85(6H ) t ) J=7.2Hz),1.23-1.56(6H ) m),2.29-2.37(6H ) m) ) 3.14(2H ) tJ=7.0Hz),3.23(2H 
) tJ=7.3Hz) ) 3.46(2H,s) ) 3.49(2H,s),3.57(2H ) s),3.59(2H,s),3.60(3H ) s),3.67(2H ) s),3.68 
(2H,s),4.38(2H,s),4.53(2H,s),6.88(lH,d,J=1.2Hz) ) 6.89(lH,d,J=1.4Hz),7.00(lH,dJ=l 
.2Hz),7.01(2H ) d,J=1.2Hz),7.08(lH,s),7.13(lH,s) ) 7.18(lH,dJ=8.3Hz),7.22(lH,d,J=8. 
0Hz),7.37(lH,dJ=8.0Hz),7.43(lH,d ) J=8.3Hz),8.20(lH,s),8.28(lH,s),12.38(lH,brs). 

"MMm 54 

[oi i9] ■. m^a-^/^^y^/^-iH-^^—/v-2-4/v^/vya-^/^ 



H»!J54-1 : [(4-v ? 7 P i3tVVT5/-7^/V)-(4-{[(l-^h^^/V^^/V^^-/V-lH--r 
HJfef?!j52-3-e#^tL^:^'^^81.9mg^THF2.0ml^^fi|L, MJ^/KT^>76.0 ix 

i^n^^^7V46.o/zi^px., mwmMmm%~rx\mwmw\j--c.o m&m 

^-(^nti^/VA/^^y-/V)^T*t^L,tlfB(D^^^23.7mg^Jt^»^^b-C 
MS(FAB,Pos.) : m/z=6 1 0[M+H] + 



;itf?!j54-2:[(4-{[(l-7J/V^dr^^/V-lH--r^^y— ;V-2-^;V^;V)-{\-^;V 
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MS(FAB,Pos.):m/z=582[M+H] + 1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.90(6H,tJ=7.3Hz) ) 1.66-1.80(8H,m),2.94-3.17(8H ) m),3.38-3.83(5H,m),3.90(2H,b 
rs),4.13(2H ) brs) ) 4.17(2H,brs) ) 4.35(2H ) brs),5.16(2H,brs) ) 7.44(2H,d ) J=8.3Hz),7.47(2 
H ) d,J=8.0Hz),7.52(lH,s) ) 7.55(lH,s),7.65(lH,s) ) 7.66(lH,s). 

MMW 55 

[0120] : l4-(l-^l/i?/l'-6-{[_(m-4^y-- >V-2-^)V**f-jiV)-{\-**f-;V-m-^ 



Hifef#j55-1 : 3-^^v ? /V-2-(4-t-^>df-iy^7/V^— 7VT^7-y^^)-3H-^<^yV^ 

^^j2-l-T?#^^c^^965.3mg^DMF20mUC^b/c o BCfoWW&OX;^ 
nU 60%7K*^-f-hy^^221.8mg^Px.. mmzXimmfflfcUt^ ^/i?;VZ?u 

m-hv^^nrnvfto mm&mwii,it&* mmm^mmrmm^fto mhtitc 

MS(FAB,Pos.):m/z=438[M+H] + 



^^!|55-2:3-^^^/V-2-(4-^^T3tVVT$/-^/V)-3H-^^y^^i/— ;X> 
Hitf?!j55-l-e#fc^^0.469g^^y— /V5.0ml^^bfc o ^^^4mol/l 
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it, ■m.uKximf^mwx^tLo Rf^mm^u&rmmu nbtitdmrnzimoi/i* 
mik-rbvv^^wi&MpL, fvivi^/vj^xmisfco ^mm%m\\&^*.xm& 

, mm<D4k&m67mg%n&mw:mbisxmco 

MS(FAB,Pos.):m/z=422[M+H] + 

HJfe^j55-2-e#fc^^267mg^THF5.0ml^^L/c o HJ^^feO'C^i^L 

mwti-bvv^x&m^tco 
^m5.5mg^m^m^tvxmc 0 

MS(FAB,Pos.):m/z=392[M+H] + 
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llifef?!j55-4:[4-(l-^^/W6-{[(lH-^^V— ;V-2-^;V^;V)-{\-^;V-\H-^ 
;V-2-4/V^;V)-T^7y^7V}-m-^y^^/-~/V-2-^7V)-y^;V\- 

83.3mg. ^T/*it^^3^hy^77.3mg£;!jP;^ B^^^Px.-CpH=5^1^^b, 
^S^T180#r B W#bfc o K^«^i±Tm«L, #e>tLfcaS^lmol/l7K^b 

*&aL, mt &<Dit^(Dmmm 74. 3m g &* s ^ @ f*^b-c#fc 0 

MS(FAB,Pos.):m/z=567[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.90(6H ) t ) J=7.3Hz) ) 1.64-1.86(8H,m),2.95(4H,br),3.05(2H,br),3.28(2H,br),3.67(3H 

,s) ) 3.83(2H,s) ) 4.10(2H ) s),4.17(2H ) s),5.94(2H ) s),7.31-7.39(5H ) m),7.49-7.54(3H ) m),7 

.60(2H,s),7.72(lH,d,J=8.4Hz),8.17(lH,s),10.43(lH,br),14.94(2H,br). 

56 

[0121] : 3-[(4-v ? y titVVT5y-^^/V)-(4-[[(lH-^^^y — /V-2"^^^ 

Il«!j56-1 : 3-[(4-v ? y°nt7VT57-y^/V)-(4-[[(lH— f5^ N y— /V-2— f/V^/V 
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MS(FAB,Pos.):m/z=566[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.85(6H,t,J=7.3Hz),1.23(3H,tJ=7.3Hz),1.39-1.44(8H,m),2.18-2.37(6H,m),2.41-2. 
46(4H ) m),2.78(2H ) t ) J=7.1Hz),3.46(2H,s),3.55(5H,s) ) 3.62(2H,s),3.67(2H,s),4.10(2H, 
q ) J=7.3Hz),6.87(lH ) dJ=1.2Hz),6.99(lH,d ) J=1.2Hz),7.10(2H ) d,J=21.0Hz) ) 7.26(2H,d ) 
J=8.1Hz),7.33(2H ) d,J=8.1Hz) ) 12.34(lH,br). 

MMW 57 

[0122] : 3-[(4-v ? 7 P titVVT5/-7^/V)-(4-[[(lH-^5^y ;V-2~4/V^;V 

t 0 ^>-^y:/nfc7^^/Hlb^«o.57](^;& 



Hifef?!j57-l:3-[(4-v ? ^ntVl^T$y-^^/V)-(4-[[(lH---r^^V— 7W2-^f/V 
t°^^^y^nfcV^^/VM^#;No.57](D^^^»!l51-l^#^tL/c^^^ 

cDm.mm.88.omgK2--7tis<;— /pi0mi&Mx.x2mmij\\m t mm.isfc o hj^t^k 
wut a ~n$:?titi*/vj>,xMMu m^aik^xm^ mmm^m^mm^-b])^ 
/mm^MKxmn.mm(D^m32.8mg^M^m^:mtvxmc 0 

MS(FAB,Pos.) : m/z=580[M+H] + 
MMW 58 

[0123] m&Q58 : 3-[(4-v ? 7 P titVVT5/-7^/V)-(4-[[(lH— T5^y ;V-2~4/V^;V 

)-Q-y^/i'-lH--f^V— ;v-2--(;v^;v)-T^A-^;vY'<>'i//v)-T^A--7v 

t°^>-^l-(iy^n^^^/V^^^/V7^^/V^^^)-rc^/Vrc^/V[^^^No.62] 
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mMm51-lK£ynhtvfz.lk&m52Amg^ ^#y^420.2mg, 3^fc#y^ 
41.5mg, M7^DUF7 .Oml^mM^tCo -^C\^#/1^V^ 

n-^-^-^^-^J-jVl/^xi 52 .9mg(DDMF}§7R3 .5ml^P X.fc 

MS(FAB,Pos.):m/z=566[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.85(6H,tJ=7.3Hz),1.22-1.43(15H,m),1.48(3H,cl,J=5.4Hz),1.53-1.54(lH,m),1.73(2 

H ) m) ) 1.91(2H,m),2.18-2.34(6H,m) ) 2.42(2H ) tJ=6.8Hz) ) 2.48(2H,t ) J=7.6Hz),2.79(2H, 

t,J=7.8Hz),3.46(2H,s),3.55(5H ( s),3.62(2H,s) ) 3.67(2H,s) ) 4.59-4.64(lH,m) ) 6.75(lH,q, 

J=5.4Hz),6.87(lH ) d,J=1.2Hz) ) 6.99(lH,d,J=1.2Hz),7.10(2H > d ) J=20.8Hz),7.26(2H,dJ 

=8.1Hz),7.33(2H,dJ=8.1Hz),12.34(lH,br). 

MMM 59 

[0124] Wk^\59 : 2,2-^f;l--ynt 0 ^yi l-[3-[(4-v ? 7°nt°/VT^/-^^/V)-(4-[(lH- 

-f^V— /v-2-^/v^/v)-(i-^/wh-^^V— /v-2-^/^^/v)-r^y]-^^ 



Hife^!j59-l : 2 ) 2-v ? ^^/V-^t2t°^-^^l-[3-[(4-v ? 7°ntVVT5y-7^/V 
)-(4-[(lH-^5^y— /V-2-^/M^/V)-(l-^^/V-lH--('5^y— /V-2--T/^^-/V)- 

HiSf?!j51-l^J:(9#^^c^^217.5mg, J^#y^257.1mg, B^t^J^ 
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24.9mg N m7kDMF4.3ml&Mm^t'o 

l-^nn-^^/^^/V67.8mg<DDMF^^0.7ml^Px.fc o 60°C-ei5B#^*#b^: 
MS(FAB,Pos.) : m/z=652[M+H] + 

MMM 60 

[0125] m&m&O : 3-[(4-[[lf ^-(1H--T$^y — /k-2-^/^^/V)-T^y]-^^/H-^<^v ? /V 
)-(4-v ? 7°ntVVT$y-^^/V)-T5y]-^ P nt°^->'^[^^^No.72](D^ 

/V)-(4-v ? ^°nt 0 /VT^/-^^/V)-T$y]-^ B nt°^-^^Wb'a'^No.72](D^j^ 

^^|34-l-e#^^f^b^550mg^4»^^y— /HQmlfcSfllU ^vH^&MJ 
^7^239 ju K 2-^f^V— /^/^^rv^T/VT f tKl54mg^Px.^^#H^T^?U 
T?«3f #Wh 0 ^^^*^b^*^-hy^55.2mg^Px.^a-t?3^ra^ 

/V^/V^^^T/V^tKl70mg^P^.T^*#ffl^T^S-e^ ; Sit#bfc o s 

^citi^/kA/g^li^/k)^j;^|tBL,#^tLfc^^^232mg^a^20.0ml^P 
xJjPl^M^bfCo HJSHTfM^f*L, ^|B©^^<Di^^262mg^efe 

MS(FAB,Pos.):m/z=524[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.3Hz),1.62-1.78(8H,m),2.85-2.86(2H,m),2.97-3.08(8H,m),3.17(2H,t, 



WO 2005/085209 



152 



PCT/JP2005/004189 



J=7.6Hz),3.73(2H,s),4.17(4H,s),4.27-4.30(2H,m),7.45(2H,t,J=8.4Hz),7.50(2H,t,J=8. 
2Hz),7.56(4H,s). 

MMW 61 

[0126] Wkimi : (1H-^^V '—/V-2-4/V^/V)-(\-^/V-m-^^J ;V-2-^7V^ 
/V)-[2-(4-t°^y^^-l-^/V-^^/V)-3-^°ntVV-3H-^^X^5^y^/V-5--f/V^ 

Hifef?!j61-1 : 5-t°^y -y^-\-4^-^/$^Wi(D^$L 

5-^n^e^^^^^/^^/H.22g^Tirh^MJ/k24.4mHC^^^, 
y^A1.30g, 3^k^y^0.104g, t^y^M).928ml&jbn;t, 70°C(C-C2.5B#F^a# 

, ^TKa^hy^i-T^, Mffi^LfCo aSWU ? 18%^20ml^^$^ 
MS(FAB,Pos.) : m/z=186[M+H] + 

Ttfis^s^-^T^/^^y^hy/vo^eig^^^/v^/v^T^Kis^mU^^f^^:, 

WSCI^^^0.996g % HOBt0.702g, mMMGO-lXmhflfc^-^m.SUg^U^ ^ 

MS(FAB,Pos.) : m/z=301[M+H] + 

MM$m-3 : 2-(4-t°^yv > >'-l--f/V-^^-/V')-3-^ 0 nt 0 /V-3H-^<>'XV5^y— /V 
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^C^-hy^0.166g, 1-3— R:/t3/-?M).405ml^JP;t., ^fi^_hif 15B#^«#b^ 

o S^ft^k^cfn-MU Pvvft/uMcxftmttimu ^mm^maikMykm 

#f'MS(FAB,Pos.) : m/z=325[M+H] + 

HSif!j61-3-e#^f^b'^^451.8mg^^7— ;V\8Am\\zMM^. lmol/l^K^ 
^^-hy^*^«4.52mU 7^-^5/^7^nx., *##H^T^U^T20B#PnW 

PP*;^(aMtttHL, ^lIS^i&fP^i&zk^fL MTK^^hy^^^T^: 

^T/V7 f t:Kl94.0mg, ^-/VhdfMhy^^-/V0.442ml^Px.^M^-C1.5H#^it#L^: 
o m^^XTk&T. ^K^b*^^^hy^^l52.8mg^Px., m&\ZX£b\Z.30ftffiftls 

MS(FAB,Pos.) : m/z=409[M+H] + 

: ( 1 H— f ^/-;W2- f /Mf/vHl-p'f/v-l H— f 5^V— /V-2— T/V^ 
^/V)-[2-(4-t 0 ^y^^-l-^/V-^^-/V)-3-^ 0 ntVV-3H--<^X^yy— 
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559.2mg«^@#:^LT#^ 0 
MS(FAB ) Pos.):m/z=503[M+H] +1 H-NMR(500Mz,DMSO-d +D O): 8 

6 2 

=0.98(3H,t,J=7.3Hz),1.69-1.92(12H,m),2.84-2.88(2H ) m) > 3.08-3.11(2H,m),3.23-3.2 
6(2H,m),3.41-3.46(2H ) m) ) 3.72(3H,s) ) 3.91(2H,s) ) 4.11(2H,s) ) 4.20(2H,s),4.48(2H ) t,J= 
7.5Hz),7.50(2H,s),7.56(lH,d,J=8.5Hz),7.61(2H,s),7.71(lH,d,J=8.5Hz),8.23(lH,s). 
MMM 62 

[0127] m^ffl62 : 3-[(4-[[(lH-^5^y— /V-2-^7^^7V)-(l-^^7V-lH--r5^y — 7V-2- 

^7^^/v)-T$y]-^^/v]-^^^)-(4-t 0 ^yv ? ^-i-^/v-^^/v)-T^y]-^°pfc° 



HiS^62-l:(4-[[(2-^T/-^^-/V)-(4-t°-<yv ? >'-l— r/V-^^-/V)-T5/]-^^/H- 

^^!l23-3^j;«9#btbfc^^#ll.04g^^^y— /W0mltejg#Ufco 
4,4-v ? 3ihdrv^-^/VT^^863mg, ^-/Vh^r^hy^^/H.44ml^<^X.^ 0 ^?U"C3 
B#P H W#Uh 0 •^r-7K^ft*'>m^by'>^499mg^P^T^?U*e30^«#bfc o 

rtt^r^y— /V25mU 7k4.8mH£?§jij?Ut 0 ^r^T^yn^hy/V0.43ml^Px.fc 
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itl^THF 12mU Tirh^l2mU lmol/l:^12mH^fi?U ^?U-e3B#^ft#bfc 
MS(FAB,Pos.) : m/z=429[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=1.27-1.50(6H,m),1.47(9H ) s),1.55-1.60(4H ) m) ) 2.25(2H,t,J=7.3Hz),2.34(4H,br),2.40 

(2H,tJ=7.0Hz) ) 2.49(2H ) t ) J=6.9Hz),2.77(2H,t ) J=7.0Hz) ) 3.59(2H ) s),4.31(2H,d ) J=5.5 

Hz),7.23(2H,d,J=7.9Hz),7.29(2H,d,J=8.2Hz). 



MMM62-2 : 3-[(4-[[(lH--f^V— ;V-2-47V^;V)-T^A~^M-^^^ 
)-(4-t 0 ^yv ? ^-l-^/V-^^/V)-T^y]-7°Pfc°^->^^/^^^/V(D^j^ 

MMWim-l-enbtlfcik^ 1 . 12g£^y — /M 1 .2mK^i?Uh 0 4mol/l^t:7K 
*/^drih^|R6.7ml^P^.-C^?a-e2B#^«#bfc 0 j£^10%^t:7j<*/^^/- 

/v^i8mi^px.-c60°c-ema#Lfc o Enfc^ mm^m^vfc 0 lmoiAAm^ 
tK245m g , */vh^mbv^/vo.56m\>kM^xm^2ommMWisf^ 

^^"7*^hy«7A193mg^Px.-C^?a-eiB#^«#bfc 0 ^^*LfCo tK^Px. 
^/V777^^n^h^^^— /WffMU ^fB£Mb^403mg 
MS(FAB,Pos.) : m/z=442[M+H] + 
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HJfe#J62-3:3-[(4-[[(ltW^V— >V-2~4 ;V^}V)-{\-^>V-\\\-^$>^/— /V 

-2-^/v^^/v)-T5y]-^^/v]-^>'^/v)-(4-t o -<y> ? ^-i--r/v-^^/v)-T5y]-7 0 

MS(FAB,Pos.) : m/z=536[M+H] + 
HJfe#!l62-4 : 3-[(4-[[(lH-^5^y^/V-2-^/V^^/V)-(l-^^/V-lH-^5^y^/V 

-2-^7^^/v)-r^y]-^^/v]-^^^/v)-(4-t°-<yv ? ^-i-^/v-^^/v)-T$y]-^ 0 

HJfef?!j62-3-e#^tt^k^333mg^0.5niU a^li6.0mHC^^b-C2B#r^iP 
Sal^bfc 0 KJ&fK ^£©icUc 0 llfE(D^^(D^M336mg^fi^@#:^ 

MS(FAB,Pos.):m/z=522[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=1.71-1.80(10H,m),2.80-2.99(8H,m),3.14(2H,m),3.37(2H,d,J=12.4Hz),3.71(3H,s),3. 
73(2H,s),4.11(2H,s),4.19(2H ) s),4.26(2H ) s),7.45(2H,dJ=8.2Hz),7.51-7.54(4H,m),7.6 
3(2H,s). 

Hife^l 63 

[0128] m&frm : K4-v ? ^tit:VVT5y-7^/V)-(4-[[(lH-^^y-/V-2-^/^^/V)-(l- 
y/VWb^#/No.82](Z)^ 

ll^f?!j63-l:(4-[[^Ty^^/V-(4-v > 7 0 cifc 0 /VT^y-^^/V)-T^y]-^^-/V]-^<^v ? 
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^Jfe^!|23-4-e#^^fc^^^522mgSrDMF10mH^^b, hy^/VT^372 n 1 
MS(FAB,Pos.) : m/z=43 1[M+H] + 



mM$m-2 : [4-(T5y^^-/W-<^v ? /V)-(4-v ? ^ P c2tVVT5y-^^/V)-T^y]-Tirh 

IISfe^!j63-l-e#fetLfc^^l47mg^4ffi^KTHF1.5ml^^L, 4mol/l^b^Km/ 
v ? ^i^>-^3.00ml^Px.T^^lB#^m#b7t o SJ^Tm, mm^^fc 

MS(FAB,Pos.) : m/z=33 1[M+H] + 



^Jfe^i|63-3:[(4-^^nt:VVT57-^^/V)-(4-[[(lH-^^^y*— 7V-2-^7V^;V 

)-(i-^^/v-iH--f^yy— /v-2-^r/v^^7v)-T5y]-^^/v-]-^>'v ? /v)-T5y]-T-fe 

h^hy/V[^^No.82]CO^ 

ll^f?!j63-2X:1#^n^k^l03mg^M7K7<^y-/V2.0mH^^b,^^h^^h 
y^/k51.1 ju. U 2-^^V— /V7J/^^r^T/^tK32.9mg^Px.^^#H^T^ 
?&-C«df#Ut 0 ^V^^7K^4 I **^^ , >*^hy^ll.8mg^Px.^a-e2l!#^ 

/V3.0mU^§?U ^Ty^K^b^^*-7-hy^A29.2mg, S^OO^U 
^/V-2-^^VWv^/V^^T/V'XtK37.5mg^P^.TS*#ffl^T^ta-e3 0 
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mm&^t'o Kjs*n*«, mm&m^ ^^^Mmm^mwrnm^m^v^ 

MS(FAB,Pos.):m/z=505[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.89(6H,t,J=7.5Hz) ) 1.46-1.52(2H,m),1.56-1.64(6H ) m),2.49-2.52(2H,m),2.94-3.00( 
6H,m) ) 3.51(3H,s) ) 3.54(2H ) s),3.58(2H ) s) ) 3.60(2H ) s),3.61(2H ) s),3.62(2H ) s),4.21(6H ) s 
),6.85(lH ) d,J=1.2Hz) ) 7.04(2H,s) ) 7.10(lH,dJ=1.2Hz),7.25(2H ( dJ=7.9Hz),7.34(2H,d, 
J=8.2Hz). 

64 

[0129] S3t$j64 : i{A-^n\f;VT^/-y^;V)-{A-\K\H-^^J — /V-2-^/^^/V)-(l- 
^^•/V-lH--T^^ N y— 7V-2--r/V^^/V)-T5/]-^^/V]--<^v ? /V)-T^y]-^^^ 
/V:3^^M^'£^No.83]<D^J$ 



H»!J64-1 : [(4-T^y^^/V-^^v ? /V)-(4-v ? 7°i3tVkT^y-^^7V)-T$y]-g^^ 
^Jif?!j63-l-e#^^c^^265mg^M^^/— /V2.5ml^^b, 4mol/l±&^ 

MS(FAB,Pos.) : m/z=364[M+H] + 



mnwm-2 ■. K4- v^ntwr^-^/^-^-rK 1 h— r^v— /v-2— ivv^/v 

Hitf?!j64-l-e#^tL^b^l61mg^4iE7K^^y— /V3.0mH^)j?U ^h^h 
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mmw^tio Rmmrik, mm^m^, ^u^/vMrnm^m^mm^m-rhv^ 

MS(FAB,Pos.) : m/z=538[M+H] + 
mMffl 65 

[0130] $£5t0!l65 : i{A-^n\f;VT^/-y^;V)-{A-\_\im-4^-/— >V-2-^ 
i^No.84](Z)^^ 



IIIS^!j65-l:[(4-v ? 7 P i3tVVT5/-7^/V)-(4-[[(lH--r5:yy— ;V-2-4;V^;V 

)-{\-^;V-\H-^^y—;V-2-^;V^;V)-T^/y^;vy^>i^;V)-T^/y^m 

Wb^No.84](D^ 

ll^f?!j64-2Tl#^tL^^^<Z)^^30.8mg^|tM3.00ml^P^P|^B^b 
fc 0 B0&^Tm^£r#*U ^WE(Dft^(D^^30.5mg^Sfe@f*^bT#^ 

o 

MS(FAB,Pos.):m/z=524[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t ) J=7.3Hz) ) 1.62-1.70(6H,m),1.74-1.82(2H,m),2.97-3.01(4H,m),3.06(2H,t, 
J=7.6Hz) ) 3.14(2H,t,J=7.6Hz) ) 3.72(3H ) s) ) 3.75(2H ) s) ) 3.96(2H,s) ) 4.09(2H,s),4.17(2H,s 
),4.35(2H,s),7.43-7.49(6H,m),7.60(2H,s). 
66 
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[0131] : 3-[(4-v ? 7°titVVT^y-^^/V)-(4-[[(lH-^^^y >V-2-^)V^)V 

t 0 ^^^l-^y7 0 ti* 0 ^i/^/V^^/^^i/-^^/V^^/V[^^#iNo.85](D^j^ 

HJ£0!I66-1 : 3-[(4-v > ^°nt7VT57-^^-/V)-(4-[[(lH--f5^ N y ? — ;V-2-^;V^;V 
)-(l-y^/v-lH--f^V— >v-2-4;v^;vyT*A-^>\'Y^*J;v)-T*A--7ri 

t°^^^l-^y^n^^^7V7^^/V^^v'-3Z^7Vrc^^/V[^^^No.85](D^j^ 
Hifef?!j51-l^j:«9#btl^b^217.0mg, J^#y>A257.1mg, H^b^y^A 
24.9mg, *S^KDMF4.3ml^^$- ; a:/to ^^^/V^Vgtl-^nn-^^/Vj^-Tvi^f 
y^°r2t:VV^^/W4.9mgODMF^^0.7ml^Px./Co 60°C-ei5B#^*#Lfc o 

^»Mbfc 0 ^fE0^^13.8mg^-fe»^^bT#fc 0 
MS(FAB,Pos.):m/z=668[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.85(6H ) tJ=7.3Hz),1.29(6H,ddJ=2.9,6.1Hz),1.40-1.44(8H ) m),1.48(3H,dJ=5.4Hz), 

2.32-2.35(6H,m),2.42(2H,t,J=6.8Hz),2.48(2H ) tJ=7.6Hz) ) 2.79(2H,t,J=7.1Hz),3.46(2 

H ) s),3.55(5H,s),3.62(2H ) s),3.67(2H ) s),4.87(lH,quint.,J=6.3Hz),6.74(lH,q,J=5.4Hz), 

6.87(lH,d,J=1.2Hz),6.99(lH,d ) J=1.2Hz),7.10(2H,d,J=20.7Hz) ) 7.26(2J ) d,J=8.1Hz),7. 

33(2H,d,J=8.1Hz),7.47(lH,br). 

mmm 67 

[0132] $mW67 : 3-[(4-[[tf ^-(m-^$^y — /v-2-^/vy^/v)-T^y]-y^-/v]-^>'> ? /v 
)-(4-^y > n^T$y-y^/v)-T^y]-y°nfc°^-^^y^/v^^/v[^^^)No.86](D 

H»(J67-1 : 3-[(4-[[«-(lH--f^V— /W2-Wf ;V)-7V]-^My ^ 

/v)-(4-v ; y 3 i3tvvT^/-y^/v)-T57]-y 0 nt o ^->-^y^-/v^^/v[^'^#;No.86] 

Hitf?!j34-l-e#^n^b^550mg^4iE7Ky^y— /H0ml^?§ft?U ^/Vh^hy 
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utb<wmistco ^.ti^^^/^xmrnu m^^^xm^, ^mm^m^ 
mmi-hvv&X'i&mLito mm^^xmm^yv^^^^^^h^^^-i 

MS(FAB,Pos.):m/z=538[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.2Hz), 1.64-1. 79(8H,m),2.92-3.07(10H,m),3.21(2H,t,J=7.6Hz),3.64(3 
H,s),3.72(2H,s),4.16(2H,s),4.27-4.31(2H,m),7.45(2H,d,J=8.4Hz),7.50(2H,d,J=8.2Hz 
),7.57(4H,s). 

mmm 68 

[0133] $gj£0t|68 : [(4-[[t^-(lH--r5^V-/V-2--r/^^/V)-T57]-^^-/V]--<^v ; /V 
)-(4-v ? 7°nt7VT5/-^^-/V)-T5/]-g^^^/V^^/VMb'^^No.87](D^j^ 



H3t#!j68-1 : [(4-[[tf^-(lH-^5^y^/V-2-^/V^^-/V)-T^/]-^^-/V]--<>-v ? /V 
)-(4-^^°ntVVT$7-^^/V)-T^y]-|^^^/V^^/VWb^^No.87](D^ 

IIMf?!j64-l^#^n^k^l.4928g^to^^y^ 7 v59.6ml^^bfc 0 
2-^T^^V— /^/^^iy t Kl . 1 848g, ->Ty TK^k^^^i" hU 1 .033 lg 
%1iWxJz- 0 ffimXpH=5Km^K 0 mUX3 0 ra«#Uh 0 HJ^fL lmol/lTK^t:^ 

m^u mm^vti^My^ti^Y^yy^—^nn^vj^mm^Mxmm: 

bfc 0 ^^abT^fEO{b^OM^705.7mg^efe@#:i!LT#fc o 
MS(FAB,Pos.):m/z=524[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 
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=0.92(6H,t,J=7.3Hz), 1.64-1. 70(6H,m),1.77(2H ) m) ) 2.97-3.00(4H,m),3.03-3.06(2H,m 
),3.15(2H ) t ) J=7.9Hz),3.67(3H ) s) ) 3.72(2H,s),4.06(2H ) s),4.15(4H ) s),4.35(2H > s),7.45-7 
.49(4H,m),7.58(4H,s). 

MMW 69 

[0134] m&M69 : [(4-[[tf*-(lH--f /W2-Wf;V)-T^]-^My^ 



Illfef?!j69-1 : [(4-[[lf^-(lH-^$^y — /V-2-^/V^^7V)-T^y]-^^^]-^>'v ? /V 
)-(4-v ? ^°ntVkT^y-7^/^)-T^y]-g^^[^^^No.88](D^^ 
mfe^fj68-l-e#^^c^^533.4mg^0.5mU^^L, ^^ft±M2.5ml£r 

384. lmg£r -fe @ #^LT#fc 0 
MS(FAB,Pos.):m/z=510[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.3Hz),1.62-1.68(6H,m),1.77(2H,m),2.97-3.00(4H,nO,3.05(2H,t,J=7.9 
Hz),3.12(2H,tJ=7.5Hz),3.72(2H ) s),3.96(2H ) s),4.14(4H ) s),4.34(2H,s),7.44-7.49(4H ) 
m),7.56(4H,s). 

MMM 70 

[0135] : [(4-^7°nt 0 /VT5/-^^-/V)-([[(lH-^5^y^/V-2-^/V7«^-/V)-(l-^^- 

/V-lH-^5^y^/V-2-^/V^^/V)-T5/]-^^/V]-^^v ? /V)-T5/]-@^^^^v > /V 
rc^/V[>f^^No.89](D'^^ 



Hifef?!j70-l:[(4-v ? 7 o titVVT^y-^^/V)-([[(lH-/r^^V— /^-Wf/l'Hl-^ 

^/v-iiW^V— ;v-2-Wf;k)-7^]-^f;v]-^y^)-7^]-Si^y^ 

/V^^^/V[^^^No.89](D-^^ 

^*^!|65-l^#^^fc>f^^l45.0mg^^/VT/V3— 7V3.0mH^^b, r^b 
^WSCI^^^58.9mg, HOBt41.5mg^Px.T^^-ei80#rBW#Lfc o SJ^I#T# 
, lmol/li^^^P^T^nn^/V^^TiiPJO^^/VT/V^— /V^^^bfc 0 
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MS(FAB,Pos.):m/z=614[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.89(6H,t,J=7.3Hz),1.60-1.70(8H,m),2.80-3.00(4H ) m) ) 2.98-3.04(8H,m),3.20-3.50( 
5H,m),3.68(4H,s),4.07(2H,s),4.14(2H,s),5.17(2H,br),7.30-7.31(3H,m),7.32-7.46(6H 
,m),7.50-7.51(2H,m) ) 7.62(2H,s). 

mMM 71 

[0136] MitM71 : [(4-^:7W/kT^/-:7^/V)-(4-[[(lH-^^V — 7V-2-4;V^/V)-(l-* 



mmmn-i [(4-v ? ^ o ntvvT$y-^^-/v)-(4-[[(iH--r^^v^/v-2--r/^^/v 
)-(i-y^/v-iH-^5^y-7v-2-^/^^/v)-T^y]-y^/v]--<^v > 7v)-T^y]-g^^ 

iim^^*LT,#^tLfc^hy^^l43.6mgi:N-(2-t:Kndr^^^-/v)^/k^y 
^38mg(D*[E^KDMF2ml^t-R^, HOBt37mgi:WSCI^^^ 

63m g ^p^., — ^mwvtc 0 mmm^(D(Dib, ^u^/^zmmu mn$<m*m 

~j-hVVJ*7kmmxffift, 7Kffi^nn*7^-ef4m, MTkffiWt^^V&X&m, 

iM.U3.9mg&&eLmfcbVXntL 0 
MS(FAB,Pos.) : m/z=637[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.86(6H,t,J=7.3Hz),1.38-1.56(8H,m),2.28-2.38(6H,m) ) 2.46-2.58(6H,m),2.60-2.65( 
2H,m) ) 3.31(2H,s),3.47(2H,s) ) 3.57(3H,s),3.61(2H ) s),3.67-3.69(4H,m),3.73(2H,t,J=4. 
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9Hz),3.76(2H,s),4.23(2H,t,J=5.6Hz),6.88(lH,d,J=1.2Hz),7.00(lH,d,J=1.2Hz),7.08(l 
H,bs),7.12(lH,bs),7.31(2H,d,J=8.1Hz),7.35(2H,d,J=7.8Hz),12.32(lH,bs). 

[0137] Wkmmi2 : [[4-(^7 P at°/V-T5:y)-^^-/V]-(4-[[(lH-^^yy ;V-2-^(;V^;V 

Ilifef?!j72-1 : [[4-(t-^>^^/V^— 7VT^y-^^/V)-^^^]-(4-v ? -7 0 ntVVT$ 

IIM^j23-4^j;S9#^^c^^28.58g^4ffi7KDMF560ml^^LfCo hU^/V 
T^20.35mU ^n^^^/H2.14mlSr*P^.fc 0 ^ia-C2^M8S#bfCo 

fE0^^21.265g^Mfeffl^^bT#fc 0 
MS(FAB,Pos.) : m/z=478[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.86(6H,t, J=7. 3Hz), 1 .26(3H,t, J=7. 1Hz), 1 .40-1 .50(8H,m), 1 .46(9H,s),2.32-2. 39(6H, 
m),2.62(2H,t,J=7.6Hz),3.28(2H,s),3.75(2H,s),4.12-4.17(2H,m),4.82(lH,br),7.22(2H, 
d, J=8. 1Hz), 7.30(2H,d, J=8. 1Hz). 

HJfe^l72-l-e#e>^fc>fb^21.265gSr^y— /WOOmHCffifclUfco 4mol/l 

^k7K*/^^>^^i40mi^nx.-c^?a-ei 0#r^*#bf' o #:v ^40°c-ei R# 

MS(FAB,Pos.):m/z=378[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.86(6H,t,J=7.3Hz),1.26(3H,t,J=7.1Hz),1.41-1.52(8H,nO,2.33-2.40(6H,nO,2.63(2H 
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,t,J=7.3Hz),3.29(2H,s),3.76(2H,s),3.85(2H,s),4.15(2H,t,J=7.2Hz),7.25(2H,d,J=8.2H 
z),7.31(2H,d,J=8.1Hz). 

: [[4-(v ? 7 0 nt 0 /V-T5:/)-^^-/V]-(4-[[(lH— T^^y ;V-2—(/V^/V 

llifef?!j72-2^#^tL^b^l6.46g^4ffi7K^^y— /V320mHd§fi?U •fcr.^-W 
^VWv#/l^^XT/V-xfcK6.285g, ^-/Vhdf^MJ^^/V21.76ml^Px.-C^l@.-e 
3B#r^«#b^: 0 -?rr— 7K*^* f >*^-hy'>A4.948g^Px.-C^ta-e30^ 

v^T/VT f tK7.202g, hyT*feh^>-^K^>fb^^^^hy^^l8.48gSr*P^.T^?a-e5l^ 

L-M^^16.165g(107.7mmol)^^y— /H62mH^^b/c 0 ^^l!tfj£<7>fl^ 
#J19.782g<D^7— /^^99ml^Tbfc 0 ^?fi-ei5#*#Ufc 0 _h?^£r^#^ 

g£^30.8g£fife@f;££bT#fc o 
MS(FAB,Pos.):m/z=552[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 6 

6 2 

=1.07(6H,t,J=7.0Hz),1.18(3H,t,J=7.1Hz),1.46-1.48(2H,m),1.57-1.62(6H,m),2.56(2H 
,t,J=7.2Hz),2.93-3.00(6H,m),3.26(2H,s),3.50(3H,s),3.52(2H,s),3.58(2H,s).3.59(2H,s 
),3.66(2H ) s),4.07(2H,q,J=7.2Hz) ) 4.20(6H,s),7.03(lH,s),7.09(2H,s),7.09(lH,s), 7.24(2 
H,d,J=7.9Hz),7.30(2H,d,J=8.1Hz). 

mum 73 

[0138] $Kt0»j73 : [(4-v ? 7 0 nt 0 /VT57-^^-/V)-(4-[[(lH— f^?V— JV-2-' f/^f^)-(l-^ 
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mMfim-l : [(4-^^nt°/VT5:/-^^/V)-(4-[[(lH--f ;W2-Wf;V 
IIMf?!j65-ncj;^#^^fc{b^l90.7mg^2-^h^v^^y--/V4.0ml^^^b, 

MS(FAB,Pos.):m/z=582[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H ) t ) J=7.3Hz),1.63-1.67(6H,m),1.70-1.80(2H ) m) ) 2.97-3.01(4H,m),3.05-3.06( 
4H,m),3.54-3.56(2H,m),3.69(3H,s),3.71(3H,s),3.73(2H,s),3.90-4.00(2H,m),4.07(2H, 
s),4.15(2H,s),4.24-4.25(4H,m),7.41(4H,s),7.48(2H,s),7.60(2H,s). 

74 

[0139] $^{#J74 : [( 4 -^:/ nt VkT$/-^/V)-(4-[[(lH-^^V ;k-2-Wf;VHl-^ 

^/wiH-^^^y'— /v-2--r/^^/v)-T57]-^^-/v]--<^v ? /v)-T5y]-g^^^^-f- 

Hit^!j74-1 : [(4-v ? ^°nt°/VT^/-^^/V)-(4-[[(lH-^5^y^/V-2-/r/M^-/V 

)-(i-y^/v-iH-^^^y-7v-2-^7vy^/v)-T^y]-y^/v]-^yv > /v)-T^y]-i^^ 

^>^/V:^yvHft^^No.93]cD^J$ 

IIMf?!j65-1^1#^tt^^^^(^^^^203mg^DMF3.0mH^^b^>^-^/VT 
/V3-/W3.9JU l^Px.^tt^»Lfc 0 HJ^TiL Mg^©*, ^nn*/^ 

^^ab^fB(D^^(D^^19.1mg^i^fe@#:^LT#fc 0 
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MS(FAB,Pos.):m/z=640[M+H] H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.91(6H,t,J=7.2Hz), 1.61-1. 73(8H,m),2.96-3.06(8H ) m) ) 3.66(2H,s),3.69(3H,s) ) 3.75( 
4H,s),4.05(2H,s),4.13(2H,s),4.80(2H,d,J=6.3Hz),6.36(lH,td,J=6.3,15.7Hz),6.73(lH, 
d,J=15.7Hz),7.20-7.51(llH,m),7.59(2H,s). 

MMM 75 

[0140] : [(4-v ? 7 0 ntVVT57-^^/l-)-(4-[[(lH--r^^y^ ;V-2-^;V^;V)-{\-^ 

2-(2-tKn^^-^h=3rv / )-^^/V^^M^'o'^)No.94](D-^^ 

Hife^fj75-1 : [(4-v ? ^ntVVT^y-7^/V)-(4-[[(lH— f^V ;V-2~4/V^;V 
Ml-y^W-lH-^^V— ;V-2-4;V^;vyT^A-*^A'y^>i?/V)-TK;Ytiftfc 
2-(2-tKndri/-mhdr^)-m^/V3i^^/V[^-^^No.94](Z)^^ 

MMim5-lKX^nhnfz.i[:^m24.0mg^iy^U^V^— /V8.0mH^i?U 
80 o C-C3 0 ra«#bfc 0 ynti^7V^^p^.TxK^bfc 0 a^^^^^-C 

^y-/V)-effMLfc 0 t^|B(D^^c7)^^280.2mg^&fe@#:^ 

MS(FAB,Pos.):m/z=612[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.2Hz),1.63-1.69(6H,m),1.80(2H,m),2.98-3.01(4H,m),3.06(2H,t,J=8.2 
Hz),3.17(2H,tJ=7.9Hz),3.43-3.51(4H,m),3.65(2H,t,J=3.8Hz),3.73(3H,s),3.78(2H,s), 
4.06(2H,s),4.12(2H,s),4.20(2H ) s),4.27(2H,tJ=4.0Hz),4.37(2H,s),7.43-7.49(6H,m),7. 
60(2H,s). 

MMM 76 

[0141] M&\76 : (4-v ? 7VtVVT5y-^^/V)-(4-[[(lH-^^y-/V-2-^/^^-/V)-(l-^ 
^/V-\H-^^y^/V-2-4^^;V)-T^/y^/vy^>^;V)-^;V^lym 

Hiffef?!j76-1 : 2-[4-[(4-v ? ^ P nt°/VT$y^^/VT5y)^^-/V]-<^v ; /V]^y^^K— /V 
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mMwn-i^nhtifc4t^-mo3mg^myK^y—/^iomuz.mmu mmmi-2x 
^v^v^3g^Mx.xm^.xmw\mw\^tc 0 ±v-(hmmxm^.m.m^^^> i 7 

tK^T, **^?m^hy*^22.0mg£r#* Kj]\\X.fc 0 c\tl&^U^ml^l 

mmmmfckvxmtco 

MS(FAB,Pos.) : m/z=420[M+H] + 
MMffi\76-2 : [4-(l ,3-v ? tKn-^y^>-K--/V-2-^/V^^/V)--^^v ? /V] 

mmm76-ixnhrLtLit^-m6o.3mg^tiu^/vj>,Kmmu ^^v-t-^v^y 
^jj—y$^—b47.0mg&Mz.ti o mti-xsoftrnwistcmcmm^x^ v-y^w^ 

^n^Ytfy?^— (^on*M/^/- JV)\Z.£oXmm^. tlfE^^^#/70.0mg 

%m&*mmv£b\^xntz. 0 

MS(FAB,Pos.) : m/z=522[M+H] + 

%mmi&-2Xmhfltcit^^0.0mg^A0%^;VT^ly/^/-~ /H§«£3.0ml 

^jpx., ^M-ei4B#r^»#b/c 0 KfoWtTwmmtm^x^ lmoi/i^ggHt^hy^ 
mm&®^xmm<Dik&m5.5mg&m&^&mfct^xmc 0 

Hitf?!j76-4:(4-v ; y P ntVVT$y-^^-/V)-(4-[[(lH-/r^^y— /V-2-^/vy^/V)-T$ 
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/VaJ?^T/V^fcK214.6mgSrJn^., ^fi^T17f«8t#Lfc 0 *Si&SrW*Ufc8U 
MS(FAB,Pos.) : m/z=472[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.86(6H ) t ) J=7.3Hz),1.26-1.49(17H,m),2.32-2.35(6H,m),3.12(lH,brs),3.21(lH,brs), 
3.79(2H,brs) ) 3.92(2H ) brs),4.12(lH,brs) ) 4.13(lH ) brs),6.99(2H ) s),7.20(2H,brs) ) 7.25(2 
H,d,J=7.5Hz). 



HJfef?!j76-5:(4-v ; 7 P ntVVT$y-^^)-(4-[[(lH-/r^^V— /V-2-f/M^/V)-(l- 

t-:/^/l^;*7vK^^^No.95]<D'^J}5c 
Hifef?!j76-4-e#^^c^^#)231mg^M^^/— /V5.0mUC^b, v-T/tK* 

K80.9mg^Px.T^*#H^T^?a-e6 0 Hdjfc^Ut, KJ^TiL JggfcSr^ic, 

^nn^^-cttwu t^p^gs*jSt^hy?A7ki§$u £^p«*x:i^ was 

^-(^nn^/k^/^y-zk/TK)^^^, tlfB(D^^197mg^4sfe?ft^^ 

MS(FAB,Pos.) : m/z=566[M+H] + 
'MmM 77 

[0142] MMWn : N-(2-^nn-4-[[(lH--r^^V^— /V-2-^/V^^/V)-(l-^^/V-lH-^$^y 
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-l,4-^T^[^^No.96]<Dl^E 

0.60ml^dr^0.29ml^Px.l.5H#^*Pl^jS^L7t o Rlt^, ^^^MLTTHF2.0mU 
IIM^Jl-2^#^fc{b^400mg(DTHF^8.0ml^Px., ^WC^mmWlWl, 

Tk^kT/^—VW^pJ* 429mg£4£*THF lOmlM^itf'o -^^feUi? 

y^Al07K^P#»^Px.fco 20%^K^t:^-hyr>A^K^^Px.7Co S^Sr-t^h-*) 

MS(FAB,Pos.):m/z=187[M+H] +1 H-NMR(500MHz,CDCl ): 8 

3 

=0.87(6H,tJ=7.3Hz),1.41-1.50(8H,m),2.35-2.42(6H,m),2.43(3H,s),2.58(2H,t,J=6.8 
Hz). 

H#fe#!j77-2 : 3-^nn-4-;<f/V-^lfi^kx^T/V©^^ 

3-^nn-4-^^-/V--<^y^hy/H.09g^^/— /H2mUC^L7c 0 SJ^^IS^ 
lmol/lTK^b^-hy^^TK^lOml^Px., 1 WMS^Wi 0 KJfc$§?££^m* 

hy>7A7K^^px.-cpH9^^L, mwt^/^Wimisfco ^mM&mu-kMfc 

, ^fB^b^l.l25g^e&@^LT#fc 0 
MS(FAB,Pos.):m/z=185[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=2.43(3H,s),3.91(3H,s),7.29(lH,d,J=8.1Hz) ) 7.82(2H,d,J=8.1Hz),8.01(lH,s). 
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IIMf?!j77-3:3-^nn-4-[[(4-> ? ^ P t2tVkT5y-^^/V)-^^/V-T5y]-^^/V]-^.i. 



NBS1.033g, AIBN68.0mg^Px., Z0ftmi)\\mm%Ll,fc o RfoMWi&^U^XlftMl, 

DMF27ml^^b7t 0 ^^^HJi^77-l-e#^nfc^^l.0929g, J^#y 
?-M.323g^IP;L, ^&^T20#P B W#Lfc o SJ^^t-^^xK^P^., t-^/M 

^526.4mg^|fe?ft^i:LT#fc 0 
MS(FAB,Pos.) : m/z=369[M+H] + 

llifef?!j77-4:(3-^inn-4-[[(4-^^ 0 ntVVT^y-^^/V)-^^7V-T^y]-^^/^]-^rii 

HJfe^j77-3-e#^^c^^526.4mg^THF10ml^^L, 0°C^?frfePUh o Rfc 
?§*^*#IS^CT. 0.94mol/l DIBAL 

mm^^iomu Tirh^iomi^p^., ^n^xmrnrnw^o R^mm^m 
fnm^m^bvvj**vvj*7kmm30mi&i)\)x., mn{-x2mmwc^<mwi.fc^ m 
ixf^mifc, ^s^^p«7K-e^#-Lfc^, m7kmm~rhvvj*xifc 

— (n-^^W^^^)^»^b,^|E<D^^290.8mg^fe?ft^i!LT# 
MS(FAB,Pos.) : m/z=341[M+H] + 

: 3-^nn-4-[[(4-v ? 7°ntVVT5y-^^-7V)-^^/V-T^y]-^^/V]-^^ 
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MS(FAB,Pos.):m/z=339[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.89(6H,t,J=7.3Hz), 1.53-1. 73(10H,m),2.24(3H,s),2.48(6H.br),3.64(2H,s),7.71(lH, 
d,J=8.5Hz),7.75(lH,d,J=8.5Hz),7.86(lH,s),9.96(lH,s). 



^6i^j77-6:N-(2-;?nn-4-[[(lH-^^y— ;V-2-^;V^;V)-{\-^;V-m-^^ 
/V-2-^/^^/V)-T5y]-^^/V]-^^^/V)-N-^^/WN\N'-v ? ^ntVW^^ 

HitF!jl4-7-e#^^lfc^^45.2mg N ^-/Vh=3r^hy^^/V0.2ml^Px., m^X2 

mmmwvtio ^mm^o°c\mmu 7kmik*vm^hyvj±27.8m g &Mx., m 

71-7^53.911^ i/TJ7i<m^Vm'i-h})VJ*59.3mg&lJ\}x., @TO£TpH5^PSL 

^/w^-efimuto mmm&mnikiM.7kxffiu m7kmm~rhvvj>>xm,m^tc 0 m. 
—(?vvi*/vj±mm^/v)icxmmu m.m^mu m^t^^mm. 

42 . 3mg£«^ m W-t LT#/c 0 
MS(FAB,Pos.):m/z=514[M+H] +1 H-NMR(500MHz,DMSO-d ): 6 

6 

=0.91(6H ) t ) J=7.3Hz) ) 1.64-1.73(8H,m),2.64(3H,s),2.95-3.16(8H.m) ) 3.73(3H,s),3.77( 
2H,s),4.12(2H,s),4.20(2H,s),4.27(lH,br),4.44(lH,br),7.47(lH,d,J=7.9Hz),7.54(lH,d, 
J=1.9Hz),7.55(lH,d,J=1.9Hz),7.60(lH,s),7.65(2H,s),7.77(lH,d,J=7.9Hz),10.33(lH,b 
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r),10.84(lH,br). 

mmm 78 

[0143] $gj£0t|78 : [(4-[[«-(lH--f^V— /^-Wf^TVHf^M^ 
)-(4-v ? 7°nt7VT5/-^^-/V)-T5/]-|^^^-/V^7 i /VWb'^^No.97]^)'^^ 

HJS^J78-1 : [(4-[[«-(llW^V — /V-2-^/V^^-/V)-T^/]-^^-/V]--<^v ? /V 
)-(4-^^ntVVT$7-^^/V)-T^y]-|^^^^-/V^^/V[^'^^No.97](D^^ 

it^m(DmmmsiAmg^^mw-t\^xntt. 0 

MS(FAB,Pos.):m/z=538[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H ) tJ=7.3Hz) ) 1.18(3H,t,J=7.2Hz),1.63-1.68(6H,m) ) 1.76(2H ) br),2.97-3.00(4 

H ) m) ) 3.05(2H ) t,J=7.8Hz),3.13(2H ) br) ) 3.71(2H,s) ) 4.03(2H,s) ) 4.10-4.15(6H,m),4.32(2 

H ) s),7.46(4H ) ddJ=8.4,15.4Hz) ) 7.58(4H,d,J=4.4Hz). 

MMM 79 

[0144] §^{^79 : [(4-v J 7°nt 0 /VT5/-^^-/V)-(4-[[(lH-^5^y^ /W2-Wf;V)-(l-^ 
^/V-1H-- f^V— ;W2- f/^^-/V)-T5y]-^^-/V]— <^v7V)-T^/]-@1^ 
3jai-hyy^/V-K'7 2 >-2,6,10-hy^^/V^^/VMb'^^No.98](D^^ 

Hifef?!j79-1 : [(4-v ? 7°titVVT^y-^^/V)-(4-[[(lH-^r^^y — /V-2-^T/M^/V 

)-(i-^/wiw^v— /^-2--r/k^/v-)-T^y]-^^/v]--<v> ? /v)-T^y]-g^^ 
sjai-hy^^/v-K^^.e.io-hy^^/krc^/K^-^^No.gs]^^^ 

H»!j65-1 ^J;i9#^tvfc^^l82mg^tin^/Vi> > ^!S^$-fr, lmol/lzk^fb 

i*#-u mTkmwtrhvv^x&mLito mm^m&rmmnm^xw^-hv^^ 
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i@.^-CWSClJ£^i£58.2mg x HOBt34.7mg, yr;V^V — /V290 y U N-^/l^B/^V 

l^PX.3^ra¥«#b7h 0 s^^MffTa^iu asE«:^ia^-ri4NFra 

MS(FAB,Pos.) : m/z=728[M+H] +1 H-NMR(500MHz,CDCl ) : 5 

3 

=0.85(6H ) t,J=7.3Hz),1.24-1.60(8H,m),1.68(9H ( d ) J=1.2Hz) ) 2.32-2.39(6H,m),2.63(2 
H,t,J=7.0Hz) ) 3.30(2H,s) ) 3.45(2H,s),3.53(3H,s),3.63(2H,s),3.67(2H,s),3.76(2H ) s),4.1 
6(2H,dJ=7.0Hz),5.08-5.12(2H,m),5.42-5.44(lH ) m) ) 6.86(lH,dJ=1.2Hz),6.99(lH ) d,J 
=1.2Hz),7.07(lH,s),7.11(lH,s),7.30(2H,d,J=8.1Hz),7.33(2H,d,J=8.1Hz). 

mt&w so 

[0145] m&mo : 2-[(4-v ? ^°ntVVT^y-^^/V)-(4-[[(lH-^5^y— /k-2-Wf^ 
i^^/WTi?hT^KMfc^No.99]<Z)^l!o 

lliS^!j80-l:2-[(4-v?7 o titVVT5/-^^-/V)-(4-[[(lH--r5^y^ /V-2--T/V^^/V 

)-(i-^^/v-iH--f^^y'—/v-2--f/v^^-/V')-T5/]-^^/v]-^^v > /^)-T5:/]-N,N- 

^F!l65-l^#^tV^b^^©i^^i^l90mg^DMF5.0mHc:^^LN-(2-tKndr 
V^/V)-^^VW^h*57.8mgSr*P^4^K*nl^3ggfELfeo £0£^Tf^ &gfi&@ 
^ ^nn*/^^^L^P^^7K*^hy^^7K^«^P^b«^<^#Lf' 0 £ 

/V)^J;«9*SM, ^MaUlfE^b^^^82.5mg^^@#:i:LT#^ 0 
MS(FAB,Pos.):m/z=551[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.92(6H,t,J=7.3Hz),1.64-1.68(8H,m),2.84(3H,s),2.90(3H,s),2.97-3.01(4H,m),3.06( 
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4H,t ) J=7.2Hz) ) 3.72(3H,s),4.08(2H ) s),4.16(2H ) s) ) 4.15-4.39(4H,m),7.43(2H,d,J=8.2H 
z) ) 7.47-7.49(4H,m) ) 7.60(2H,s). 

Wfcm 81 

[0146] : [(4-[[tf ^-(x-^/v-m-^^J— ;v-2-4^^^)-t^A-^;v\-^ 



MMM8i-i:K4-LDf^-(i-^/v-m-4^7— /v-2---r/W^/v)-T5:y]-^^/V']- 

/H.8mU g^l.Omk ^T/7k^fc^3lf ^hy^0.324g^JP;^Co 

/V#/V^i/T/V^tK0.550g<£)^/— /H§*5.0ml^J>L-f o^JPx. 

u m^m^mi-bv^^mnxm^, ^nnsM^-cwmut, ^mm^m 

MS(FAB,Pos.) : m/z=552[M+H] + 



HiSf?!j8l-2:[(4-[[«-(i-^^/v-lH--r$^y— ;v-2--(;v^;v)-T^A-^M- 

IIW!j81-l^#^tL^^^36.8mg^^l.0ml^^bl00 o C-eiB#^«#b 
MS(FAB,Pos.):m/z=538[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.90(6H,t,J=7.3Hz), 1.65-1. 73(6H,m),1.82(2H,br),2.93-2.98(4H,m),3.00-3.04(2H, 
m),3.13(2H,br),3.76(6H,s),3.79(2H,s),3.84-4.35(6H,m),4.37(2H,s),7.44(2H,d,J=8.2 
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Hz),7.49(2H,d ) J=8.2Hz) ) 7.53(2H,s) ) 7.59(2H,s),10.83(lH,br). 
mMM 82 

[0147] $gi£0t|82 -. [(4-[[if ^-(1-^v^-ih-^^V — ;v-2-4^^)-t^A-^M-^ 

ll^f?!j82-l:[(4-[[tf^-(l-^^/V-lH-^$^y— 7V-2-^/V^^/V)-T^y]-^^-7V]- 
^^^/V)-(4-^^°nfcVVT^y-^^/V)-T5y]-g^^^^/V^^^/v[{t:^^)No.l01] 

HW(j81-2^j;i9#^^c^^l.02g^^y-/H5mn^j!ifL, »£&1.0mk 
^3A 3.2g^P^.-C2B#^3l^L7Co SJS&*>iBU £$££**f Lfc 

MS(FAB,Pos.):m/z=566[M+H] +1 H-NMR(500MHz,DMSO-d ): 8 

6 

=0.79(6H ) t ) J=7.3Hz) ) 1.18(3H,t,J=7.1Hz),1.32(4H,sext. ) J=7.3Hz) ) 1.28-1.41(4H,m),2 
.22-2.27(6H,m),3.24(2H,s),3.30(6H,s),3.31-3.40(2H,br),3.52(2H,s),3.56(4H,s),3.66( 
2H,s),4.06(2H,q,J=7.1Hz),6.78(2H,s),7.05(2H,s),7.18(2H,d,J=8.1Hz),7.23(2H,d,J=8. 
1Hz). 

MMM 83 

[0148] : [(4-^nfcVVT^/-^/V)-([[(lH--f^y — ;V-2~^;V^;V)-{\-^ 

;v-iH-^^—;v-2-^;v^;v)-T^A-^M-^>i>M-T^A-mmi 
-(R)-(-)-^h7tKn^^^-2-^/V^^/V^^7^/V[^'^^jNo.l02](D'^^ 

^Mf?!j83-l:[(4-^ 0 ntVVT^y-^^/V)-([[(lH--r'^^y^/V-2-^/V^^/V)-(l-^ 
^;v-iH-^^—7V-2-4;v^;v)-T^/y^;vy^iy^;v)-T^/ym^ 



WO 2005/085209 



177 



PCT/JP2005/004189 



-(R)-(-)-^h7tKn^7>'-2--f/V^^/V^^/V[>ft:^i^iNo.l02]<D'^^; 
WSCI^^^74.5mg, HOBt53.0mg, n-^;V^;V^V>U2 jx l&J}\\X.X^M.X30'fr 

MS(FAB,Pos.):m/z=608[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.90(6H,t,J=7.3Hz),1.53-1.59(2H,m),1.64-1.73(6H ) m) ) 1.73-1.86(6H ) m) ) 1.92-1.95( 
lH ) m),2.91-2.98(4H,m),2.98-3.04(2H,m),3.12(2H,br) ) 3.29-3.36(2H,m),3.60(4H,s),4 
.12(2H,s),4.20(2H,s) ) 4.36(2H,br),7.48(4H ) br),7.53(2H,dJ=7.9Hz),7.63(2H,s). 
84 

[0149] : ([4-[(4-[[(ltW^V— >V-2-^;V^;vy{\-^;V-\Y\-4^J— /V 

-2-^/v^^/w)-T^y]-^^/v]-^^^/v)-^^/v-T5:y]-^^/H-7 p nfc o /v-T5:y)- 

mmt^No. 103](D^^ 
H#(Sf#j84-l : (4-7°atVVT^y-^^/P')-7J7W^$^^-t-^^/V^^/KD^^ 
(4-T5y-^^-/V)-^/W^5^^-t-7^/V^^^/W00.0mg^^y— /V6.0ml^^ 
fi?U M0.12mU ^T77K^^'7^hy'7i»172.5mg^Px./>^, ^ntf^T/V 
^fcK0.155ml£MTU S^2R#r H W#Lfc 0 ^*t-Tm^i£^*U 3«£r^ 
nn^;^(cj§#L, lmol/l^^b^hy^^^^i^fL ^nn^/VAtr^tiiL 

MS(FAB,Pos.) : m/z=23 1[M+H] + 
mM$m-2 : [(4-t-^>dr^/V^^/VT57-^^-/V)-^nt°/V-T5/]-|^^^-/V 
llitf?!j84-l-e#^tL^b'^^339.0mg^nn^/V^5.1mH^^b, hy^/VT^ 
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o BCJ^T^^^U aitSr^nnjfs/WA^^b, lmol/lTjcggK^hy^* 

MS(FAB,Pos.) : m/z=3 1 7[M+H] + 
IIMf?!j84-3:4-[[(lH-^^^y— /V-2-^/^^/^)-(l-^^/^-lH-^^^ N y— /^-2-^ 

^p^T^a-ei4H#rBm#b/t 0 oti^at, 7K^b*^*^hy^o.249g^p 
^.To°c-e3o^#^, ^?&-e30#if ^»f*Lt, as^oo 

f*1.47g3r#7c 0 #^>^cm#:i.47g^^/-/H5.0mUC^b, l-^/V-2-- 

y-/V7j/^^^T/v^tK0.844g^nx.T^?a-eiB#r H m#bfc o ox^K^mu hV 

Tirhdr^/7Jc^b*^m^-^y^A2.18g^Px.fcm^ ^a-t?22B#^Jl#b/c 0 ^jS^ 
MS(FAB,Pos.):m/z=340[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=3.46(2H ) s),3.57(3H ) s) ) 3.61(2H ) s) ) 3.74(2H ) s),3.92(3H,s),6.89(lH,s),7.01(lH,s) > 7.08 
-7.13(2H,br),7.50(2H,d,J=8.5Hz),8.02(2H,d,J=8.5Hz). 
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^i&$j84-4:(4-[[(lH-^^V— /V-2-^/V^/V)-(l-^/V-lH-^^V— ;V-2-<4 
^ife^84-3-e#^^c^^#)1.43g^THF32.0mHC^b, -20°C^:fePUc: o r. 

;h^65%^by^^3(t^tf;^(2-^h^v^b^^ 

L-f o^jpx., 2 0 r^jf #uc 0 sjs^l /v2.omu lo-^&^-hy^^y^ 

MS(FAB,Pos.):m/z=312[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=3.50(4H ) s),3.52(3H ) s),3.56(2H ) s),4.48(2H,d ) J=4.9Hz),5.18(lH,t,J=5.5Hz),6.81(lH, 
s) ) 6.87(lH,s) ) 7.10(2H,d,J=10.0Hz),7.27(2H ) d,J=8.1Hz),7.33(2H,d,J=8.1Hz). 



mmmS4-5:(4:-[L(m-4^7— 7V-2-^;V^;V)-iX-^;V-m-^^y—;V-2-^ 
IIMf?!j84-47:1#^tt^k^l.l0g^v ? ^nti^^^20.0mn^^L, rMft^r^tf 

MS(FAB,Pos.):m/z=310[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=3.50(2H ) s),3.60(5H,s) ) 3.76(2H,s),6.90(lH,s),7.02(lH,s),7.04-7.15(2H,br),7.61(2H, 
d,J=8.1Hz) ) 7.87(2H ) dJ=8.1Hz),10.01(lH,s). 



Hife^!j84-6:[[4-(4-[[(lH-^r^^y— ;V-2-^ jV^;V)-{\-^;V-\W-^^/— ;V 
-2-^/V^^/V)-T5/]-^^/V]-^^v ? /VT57)-^^-/V]-7°rit:VV-T57]-|^^^- 

^0!J84-2^#b^fc^^273.Omg^^y— /V2.7ml^^#b, 4mol/l^b* 
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^^^^l.omi^px., m.m.-vzo&m&uto K^mr^mm^^u K4-r 

fc&y0258mg<D^y—/U¥&Wi2.6mU Bl^O.lOmU hyTirh^^R^b^it^by 

^A267.om g ^px., mnx^mmmw^tco BCj&mT&mm&^u »^pp 

MS(FAB,Pos.) : m/z=5 10[M+H] + 

HJfef?!j84-6-e#^tL^^^169.0mg^^y— /V5.1mH£fg$$U 36%^Vl^y^ 
7]C^0.08mU dfMO.O8ml^Px.T10#r^al^b/- o SJ^I^T^^^^^bTa 

m^m^U ^S^D*^*7^nvf^77>f- (7nn^/^^7-;v) ^£ 
^MU ^fB^b^71.0mg^fe?ft^^LT#fc o 
MS(FAB,Pos.) : m/z=524[M+H] + 

IIMf?!j84-8:([4-[(4-[[(lH-^$^y— /k-2--f/Vy^/k)-(l-y^/V-lH--l'^^y— /V 

-2-^/vy^/v)-T^y]-y^/v]-^^^/v)-y^/wT^y]-^^7v]-^ntvv-T5:y)- 

mmuk'&'&No. 103]^^ 

HW!j84-7-e#^tl,fc^^71.0mg^^^^L, 2B#5g«^tUt 0 KJ^H- 
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MS(FAB,Pos.):m/z=496[M+H] H-NMR(500MHz,DMSO-d+H O): 5 

6 2 

=0.91(3H,t,J=7.3Hz),1.63-1.83(6H,m),2.58(3H,s),2.81-3.14(4H,m),3.18(2H,t,J=7.8 

Hz),3.66-3.89(2H,m),3.72(3H,s),4.10(2H,s),4.12(3H,s),4.18(2H,s),4.29-4.37(lH,m), 

7.40(2H,d,J=8.3Hz),7.43-7.49(4H,m),7.59(2H,s). 

85 

[0150] : ([4-[#/V^^^/V-(4-[[(lH-^^V— ;V-2-^/V^/V)-(X-^/V 

^-r^y)-m^Lit^h\o. 104]<Z)^^ 

mMMS5-l : ([4-[^hdf-^ / v^- / ^^- / v-(4-[[(iH-^^^y — /V-2-^/V^;V 

IIMf?!j84-6-e#^^fc^'^^169.0mg^nn7K/V^2.5mn^^L, MJrr^/VT^ 
^0.055ml^Px.fc#^^n^g^^^/V0.045ml^MTb, ^UT?16B#FbW#U-:: 

MS(FAB,Pos.) : m/z=596[M+H] + 

MMWm5-2 : ([4-[#/^^v^/M4-[[(lH-^^V— /V-2--f7^^^)-(l-^/^ 

/V-T^y)-B^Mb^^No. 104](D^ 

H»!j85-l-e#^^c^^l0.1mg^|ft^^^^flfL. lB^iS^tUcio SJ^ft- 
Tf)§»*L, MM^^LT^fE(D^^^^13.8mg^ S^Hf* 

MS(FAB,Pos.):m/z=540[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 
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=0.90(3H,t,J=7.3Hz),1.63-1.80(6H,m),3.06-3.20(6H,m),3.71(3H,s),3.95(2H,s),4.09( 
2H ) s),4.13(2H,s),4.17(2H ( s),4.35(2H,s),7.43-7.49(6H ) m) ) 7.59(2H,s). 

86 

[0151] m&)86 : (2-[[(l-^/V#^^^-/V-lH--f — /V-2--T/M^-/V)-(4-[[(4-v ? 7 0 n 

-i-4/v)-mm.ik&mNo. io5]cd^ 

llifef?!j86-l:(2-[[(4-[[(4-^^ntVVT$y-y^7V)-^^7V-T$y]-^^/V]--<^v ? 7V 
)-{\-^.Y^y^};V^;V^;V-m-^^/— ;V-2-^/V^?-;V)-T^A-^M-^ 

^^P<D#&^J;J9#^^N-(4-[[tf^-(lH-^yy— ;v-2-^;v*?-;v)-T^A-* 
^/v]-^>-v?/v)-N-^/v-N\N' ,-i?^v\i°/v-y*?>-\A-i/T^>'5Z?>mz%: 
THF10mK^§?U 7fC^^^#ffl^T^Tt-^>=3r^hy^A290mg^Px., 
^MblB#r H 1^#bfc 0 7K^T, ^n^^^/V280/il^^o<t9*Px., tR^cD^ 

^mm^mwytio s^rm. ^T^30Mi^p^-c^fpbfc o ^jet^ 
&m280mg&n&mw:mti.xnfc o 

MS(FAB,Pos.):m/z=638[M+H] +1 H-NMR(500MHz,CDCl ): 5 

3 

=0.86(6H ) t ) J=7.3Hz),1.23(3H ) t ) J=7.1Hz) ) 1.41-1.47(8H ) m),2.14(3H ) s),2.14-2.41(8H, 
m),3.44(2H ) s),3.61(2H ) s),3.64(2H ( s),3.66(2H ( s) ) 4.10(2H,q,J=7.1Hz) ( 4.51(4H,s),6.84 
(2H,d,J=1.2Hz),6.97(2H,d ) J=1.5Hz) ) 7.16(2H,d,J=8.3Hz),7.24(2H,d ) J=8.3Hz). 

mM$m-2 : (2-[[(l-^7/V^dr^^/V-lH— f ^V~/V-2--f/V^/V)-(4-[[(4-^ 

/V- W/V)-g1^[^1^jNo. 105](D^ 
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MS(FAB,Pos.):m/z=583[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.90(6H,t,J=7.3Hz),1.63-1.91(8H,m),2.57(3H,s),3.16-3.50(8H ) m) ) 3.63-3.90(8H,m) 
,5.10(4H,brs),7.44(2H,d,J=8.1Hz),7.49(2H,d,J=8.1Hz),10.49(2H,brs). 

miMM 87 

[0152] m^ffim : (2-[[(4-[[(4-^°ntVVT^y-^^/V)-7!^/V-T^y]-^^/V]--<^v ? /V 

)-(i-^/v-m-^^v*—7V-2-4?v^7V)-T*A-^M-^^v*-- ;v-\-^;v)- 



llii^!j87-l:(2-[[(4-[[(4-^ 0 ntVVT5/-^^/V)-^^-/V-T5y]-^^/V]-'<^v ; 

^^KD^&^i(9#^^N-(4-[[(lH-^^^y— /V-2-^/V^^/V)-(l-^^/V-lH- 
4^7— /V-2-^/^^/V)-T^y]-^^/V]-^^> ? /P-)-N-^^/k-N',N'-v ? ^titVV- 
:/^-l,4-^T^835mg£THF10mU^ft?U 7K^S^#ffl^T^-Ct-^>dr^ 

230 ^ i^o<^px., TkfticD^mm^miWi'fco sjs^t^, 7x^^30** 1 

m-rbu^^mm^M^ 7kjg<z> P H£r8^ut 0 7j<jB^nn*7w^-a*ffiut 0 ^ 
fr&tcmmm%:mti'k&7kKxffi&u m^mm-rhv^Mcxnm^fto mmm. 
mBTM^&m^xmm&^yx^^^^v-^b^y^— (^on^/x^y 

MS(FAB,Pos.):m/z=566[M+H] +1 H-NMR(500MHz,CDCl ): 6 

3 

=0.86(6H > t > J=7.6Hz) ) 1.23(3H,t,J=8.1Hz),1.41-1.51(8H ) m) ) 2.14(3H ) s),2.33-2.41(8H, 
m),3.28(3H,s),3.44(2H,s),3.61(2H,s),3.62(2H,s) ) 3.71(2H,s) ) 4.11(2H,q,J=7.1Hz),4.56 
(2H,s),6.78(lH,d,J=1.2Hz),6.85(lH,d,J=1.5Hz) ) 6.92(lH,d,J=1.5Hz),6.97(lH,d,J=1.5 
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Hz),7.16(2H,d,J=8.1Hz),7.23(2H,d,J=8.1Hz). 

^800jul^Bx., ^ai00°C^T5B#r H m#b^: o ££j£i&T^ ^J±-Rt*tl£@U 
MS(FAB,Pos.):m/z=538[M+H] +1 H-NMR(500MHz,DMSO-d ): 5 

6 

=0.90(6H,t,J=7.3Hz),1.64-1.91(8H,m),2.52(3H,s),3.44-3.54(8H,m),3.66-3.91(9H > m) 
,4.11(2H,s),5.12(2H,s),7.41(2H,dJ=7.6Hz),7.49(2H ) d,J=8.0Hz),7.51(lH,s),7.53(lH, 
s) ) 7.62(lH,s) ) 7.63(lH,s),10.37(lH ) brs),11.05(lH ) brs). 

mmm 88 

[0153] mtvm 4-[[(4-v ? ^ntvvT$y-^^)-^^/v-T5y]-^^/H-N-(iH--r$^y ? 
— /v-2-^/Vp^/v)-N-(i-^/v-iH--^^V— /v-2-^/Vp^/v)-^^XT5;KDfb 

-^No.l07]<D^J}!c 

^I»!j88-1 : 4-[(4-v ? 7°nt: 0 /VT57-^^-/VT5/)-^^/H-^-&#^^/V^^ 
mig^4-T5y^^/V-^S#^^/H53mg^^7— /V4.0ml^^^?b, HJfe0»J 

i7-5-e#^ti,fc^^209mg N ^-/vh^hy^/v2oo /z i^n*.-c, ^u-e2B#p H w 

MS(FAB,Pos.):m/z=321[M+H] + 
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xm^, ^nn7}N/vA-ettmLfc 0 mmm^m^m^xm^^ mjkmwtrvy 

MS(FAB,Pos.) : m/z=335[M+H] + 

mmmS8-3 : 4-[[(4-v ? :7 p £2 tVvT57-7'f;vHf;v-7^/]-^f-;w]-5Ift(Z)^ 
j^^^!)88-2-e#^tL^b^234mg^^7— /V2.5ml^^^L, lmol/l^K^b^ 
hy7^^K^2.5ml^P^T^ta-ei6B#rBW#bfc 0 Si^H-Tm, lmol/ltUt^ 

fuu ^flET-e^^^*Lfc 0 mm^^y-Mmmu &&itmm&z>wi,it 

MS(FAB,Pos.) : m/z=32 1[M+H] + 
^l«!l88-4 : ( 1 H— f JV-2-' </V^/V)-{\-^/V-l H— f /V-2— T/V^ 

mMimi-ixnhtitiik&moimg&^y— /w.omH^^b, ^/vh^by^ 

/V^/^/-/V)^j;^^b,^fBO^^137mg«Jt^»^^bT#/t: 0 
MS(FAB,Pos.) : m/z=192[M+H] + 
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^No.l07](D^ 

Hiffi^!j88-3-e#^tLfc^-^^204mg, WSCI^Mii;i84mg, HOBtl29mg^nn^ 

^^ai~^^^^J;9^fBO^^^^^43.5mg^^@#:i:LT#fc 0 
MS(FAB,Pos.):m/z=494[M+H] +1 H-NMR(500MHz,DMSO-d): 5 =0 

6 

.90(6H,t,J=7.3Hz),1.60-1.84(8H,m),2.62(3H,s),2.88-3.12(8H,m),3.28-3.60(3H,m),3 

.84-3.96(2H,m) ) 4.20-4.28(lH,m),4.32-4.40(lH ) m) ) 4.92-5.16(2H,m),7.56-7.72(8H, 

m). 

MMM 89 

[0154] M&\89 : 2-[(4-v ? 7 P i3tVVT5/-7^/V)-(4-[[(lH— T5^y /V-2—(/V^;V 

)-(i-^^/v-iH-^^^y'—/v-2--f/v^^-/V')-T5/]-^^/v]-^^v > /^)-T5:/]-^n 

l/^i/^-^-/V^7.*r;V[_ik^%QNo. 108](Z)^^ 



Hifef?!j89-1 : 2-[[4-(t-^>^^7J/V^^/VT^y-^^7V)-^^v ? /V]-(4-v ? ^°tifcVV 

llife^23-4-e#^^c^^^520mg^4a7KDMF10mH^j|fL, vVyyVtV^ 
^•7^X5^463^ l^n^e^ny ^^7^340^ l^P^M^I^P^^UCo R 
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MS(FAB,Pos.) : m/z=550[M+H] +1 H-NMR(500MHz,CDCl ) : 8 

3 

=0.85(6H,t, J=7.3Hz), 1 .29(6H,t, J=7. 1Hz), 1 . 37-1 .44(8H,m), 1 .46(9H,s),2.30-2. 35(6H, 
m),2.68(2H,t,J=6.8Hz),3.84(2H,s),4.21(lH,s),4.23(4H,q,J=7.1Hz),4.30(2H,d,J=5.8H 
z),4.81(lH,br),7.21(2H,d,J=8.1Hz),7.35(2H,d,J=8.1Hz). 

MMWm9-2 : 2-[(4-T^y^^/V-^>'> ? 7V)-(4-> ? y nt°/VT^/-^^7V)-T$y]- 

7K*v ? ^^^«4.00ml^Px.-C^^-e3B#^«#Lfc o MJ&^TiL *jfcSH& 
*L7c 0 rtt^lmol/l^^b^hy^^TK^^P^^na/^/VA-Cttmb, ISfP^ig 

MS(FAB,Pos.) : m/z=450[M+H] + 

^^^j89-3:2-[(4-v ? 7 s ntVVT5;y-^^/V)-(4-[[(lH-^r5:^>/— ;V-2--i;V^;V 

ly^V r ^9-;v^^T)V\_\\^m^o. 108](D^^ 

^Ji^!l89-2l:1#^tifc^^338mg^^K^^/^-/V6mH^fifL, ^/H^&hy 
^^/V375 ju U 2-^^y^/V^/V^v^T/V-x tK86.7mg^Px.^^#H^;T^?a 

-en-^jt#b/i 0 ^v^^7K^^7K*^*•>#^-^y^A56.9mg^px.^a-e2B#r^^t 

/H0mlfc8B!?U hyT-feh^-^^^^«>^-^hy^A556mg, l-^/V-2— f 
5^V-/V^/V^v-T/^tKll6mg^Px.-C^*#H^T^?a-e3 0 P^if #Ut 
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MS(FAB,Pos.):m/z=624[M+H] +1 H-NMR(500MHz,DMSO-d+D O): 8 

6 2 

=0.90(6H,t,J=7.3Hz),1.21(6H,t,J=7.2Hz),1.43-1.46(2H,m),1.55-1.66(6H,nO,2.63(2H 
,t,J=6.9Hz),2.92-2.98(6H,n0,3.69(2H,s),3.70(3H,s),3.72(2H,s),4.10(2H,s),4.15-4.21 
(7H,m),7.23(2H,d,J=8.1Hz),7.31(2H,d,J=8.2Hz),7.46(lH,d,J=2.0Hz),7.47(lH,d,J=2. 
0Hz),7.58(2H,s). 

90 

[0155] M&Wm : (2-{2-[(4-{[(lH--r^y /V-2-4;V^/V)-(l-^/V-m-^^V*— /V 
-2-^/V^^7V)-T^y]-7«^/vK^^^/V)-^^/V-T^y]-^h^^h^^7V)-^n 
tW-T^^Wti^^No. 109](D^^ 

IIMf?!j90-l:[2-(2-T5y-^h^^)-^^/V]-^/W^^>'^t-^^7V«^/V(D^j^ 

2,2 ' -Hr^r%^£ ^.rc^/VT5:^459mg^*[l7KDMF90ml^^^b, hy^/KT^ 
1.16ml. v't-^hdf-iyv 5 ^— h339mg^Px.^?U-e^^it#Lfc 0 SJ&#£T& 

MS(FAB,Pos.) : m/z=205[M+H] + 

ll^f?!j90-2:[2-(2-v ? ^ P nt o /VT^y-^h^^)-3z^-/v]-^77W^^^^t-^^/V^^ 
K246 J ul^Px.^?a-C^it#LfCo £t)£i&T&i§gfc£r@*, ^nn*M(«L 
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MS(FAB,Pos.) : m/z=289[M+H] + 



^K^/v?^^^^2.00ml^Px.T^?a-e2^rait#b/c o KJ£^T#, ^Sr® 
MS(FAB,Pos.) : m/z=189[M+H] + 



llii^!j90-4:(4-{[2-(2-^^ o ntVVT57-^h^^)-^^-/VT^/]-^^/H-^^v ; /V)- 

ll^f?!j90-3T:1#^tL^^^81.0mg^M7K^^y— /V2.0mH^fi?L, ^"/Vh^r^h 
y^^94.1 ju. K ll»!j23-3^i:l9#^^b^l01mg^Px.^^#H^T^?U 

-e*t-*H#w-~ 0 ^^7K^ c P7K^b* f >*^-hy^A32.6mg^nx.^a-eiB#p^^t 

MS(FAB,Pos.) : m/z=408[M+H] + 



llifef?!j90-5:(44[(4-^ o intVVT5y7!^/V-^^^)-^^^-T^y]-^5 : -/H-^>' 
^^hy^ASl.lmg, ^^150^1, 36%*/V^T/V'T y tK7K^?gl8.6 J ul^P^."C^^ 
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MS(FAB,Pos.) : m/z=422[M+H] + 
'H-NMRCSOOMHz.CDCl ): 8 = 

3 

0.86(6H,t ) J=7.3Hz),1.41-1.49(4H ) m),1.46(9H ) s) ) 2.25(3H,s),2.41(4H ) t,J=7.3Hz),2.59 
(2H,t,J=6.1Hz),2.64(2H,tJ=6.3Hz),3.49(2H,t,J=6.3Hz),3.53(3H,s),3.57(2H,t,J=6.1H 
z) ) 4.30(2H ) d,J=6.6Hz) ) 7.22(2H,d,J=8.3Hz),7.28(2H,d,J=8.1Hz). 



IIMf?!j90-6:(2-{2-[(4-T^y^^/V-^^^/V)-^^/V-T^y]-^h^iy}-^^/V)-v ? 

mmm9o-5xnhtitcit^-mo2mg^m^^/—/^i.omiKmmu 4moi/i^ 

78.5mg£^?ft^^LT#fc 0 
MS(FAB,Pos.) : m/z=322[M+H] + 



mmm9o-7: (2-{2-[(4-{[(ih— nys— /v-2— iw^/vmi-^/wh— r^^y^— 

Ptvv-T$^Mb^f^No.i09]cD'^ 

IIMf?!j90-6Tl#^tL^^^78.5mg^M7K^^/— /V1.6mH^^b, ^/Vh^r^h 
y^/WO.l ix U 2-^^V— /V^/V^df^T7^tK25.8m g ^PX.^lS#H^T^ 

?a-c,i«if #u^ 0 ?5cv ^X7km^7kmik*<>mi-hv vj*i8.5mg&Mx.^nxmm 
l/co ^ti^^^/^xmrnv, m\nkM.7kxffiw^ mmm^MTKmrn^-hv^j^ 

^-hy^^l54mg, l-^^/V-2-^^^V— /V^/V^df-^>T/V'XtK29.3mg^P^.T^* 
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MS(FAB,Pos.) : m/z=496[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.91(6H,t,J=7.3Hz),1.68-1.73(4H,m) ) 2.68(3H,s),3.02-3.07(4H,m),3.17-3.19(2H ) m) ) 
3.20-3.31(2H,m),3.71(3H ) s),3.74(2H,s) ) 3.75-3.78(2H,m) ) 3.80-3.83(2H,m),4.10(2H, 
s) ) 4.18(2H,s) ) 4.28(2H,dd,J=31.4,12.8Hz) ) 7.39(2H,d,J=8.1Hz),7.47(lH ) dJ=2.0Hz) ) 7. 
48(lH,dJ=2.0Hz) ) 7.50(2H,d,J=8.2Hz),7.60(2H,s). 
91 

[0156] §^#!J91 : N-(4-{[(lH--'f5:^V— ;V-2-^;V^;V)-{X-^;V-\W-^^/—;V-2-y( 



HMf?!j91-l : 4-{[(l-^^/V-lH-^r^V— /V-2-s( ;V ^ 7V)-(\-bV 
IIMf?!j84-5^J;^#^^^^281mg^> ? ^i3i3^^>'6.0mn^«fb, ^ffi.^?!? 

T*f^L^|B(D^^217mg^fe?ft^tbT#fc 0 
MS(FAB,Pos.) : m/z=552[M+H] + 

^-NMRCSOOMHz.CDCl ) 8 = 

3 

2.84(2H,s),3.33(2H,s),3.47(2H,s),3.77(3H,s),6.73(lH,d,J=1.2Hz),6.78(lH,d,J=1.5Hz 
),6.83(lH,d,J=1.2Hz),7.03(lH,dJ=1.5Hz),7.05-7.28(17H,m) ( 7.67(2H,d,J=8.3Hz),9.9 
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5(lH,s). 



||Jfe^|91-2:N-(44[(l-p<^/V-lH-^^y— /V-2--f/V^/V)-(l-hy^/V-lH-^5: 
;v-2-^/v^;v)-T^A-^M-^->^^)-n ' ,N ' ,4- 

-/^feMTbl2B#rHl«#b^ o 7K^T7K*ft*^#^hy^^l0.0mg^P^.^ 

fa^Mb2B#r^«#L^ 0 s^t^^p^o mj±t}«£:W^u 

MS(FAB,Pos.) : m/z=708[M+H] + 

'h-nmrCsoomhz.cdci ) 5 = 

3 

0.86(6H ) t ) J=7.3Hz) ) 1.25-1.64(8H,m),2.33-2.37(4H,m),2.41(2H,t ( J=6.7Hz),2.61(2H ) 
t,J=6.7Hz),2.83(2H ) s),3.19(2H,s),3.39(2H,s),3.72(2H,s),3.77(3H,s) ) 6.74(lH,d,J=1.2 
Hz),6.77(lH,d,J=1.5Hz) ) 6.83(lH,dJ=1.2Hz),7.02(lH ) d ) J=1.5Hz),7.02-7.29(19H,m). 

: 5-^nn^^-/V-l-(^h7tKn-t°9^-2-^'/V)-lH-^h9y^/V(^'^^ 
5-^nn^^-7V-l(2)H-^h7y^/V52.8mg^7Kv ? ^nn^^3.0mU Mfc 
DMF0.50mli^fi?U ^M^3{t#H^T2,4-^fcRn-2H-t o ^>'50.0 ix dJP;t, tR^ 
Tt°y^>>^-p-h/^^/k^-hll.9mg^nx.^M^Mb2B#^«#L^ 0 
^2, 4-v ? tKn-2H-t°7^75.0 u D&n&* 7K^Tt:°y ^>>A-p-h;Vxy^*^- h 
22.0mg^Px.^?a^ML22B#F^»#L/c o BtJ£^TfL 7K^TSJ£«^ftJ^gt 
7K*^hy^^7X^10ml^^a^7KjB(DpH^8i:LfCo TkJB^nnzJvW^Tttffi 
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'h-nmrCsoomhz.cdci ) 5 = 

3 

1.64-1.82(3H,m),2.14-2.48(3H,m),3.74-3.90(2H,m) > 4.88(lH,d,J=12.7Hz),4.97(lH,d 
,J=12.7Hz) ) 5.86(lH,dd,J=3.4Hz,7.5Hz). 

IIM^!j91-4:N-(4-{[(l-^^/V-lH-^5^y^/V-2-'f/V^^-/V)-(l-hy^-/V-lH-^'^ 
*V — ;v-2-^;v^;V)-T^A-^M-^^-y^Yn ' ,N ' -v^nfcW-N-Cl-e^ 
tK^-t°^>--2-^/V)-lH-^h^y— /P-5-^7V^^/V]-^^^-l,4-v ? T5:>^(D'^^ 
^^j91-2^#^^fc>fb^^57.7mg^^CDMF1.2mH^^b^?a^^#ffl^C 
Tv ? -ryt o ntW^/kT^34.0 J uU 3^^U^A15.2mg, HJfe^!l91-3T?#e>^ 

4k^&mffi28.<tog&ijn%.m.mzx— mmmjto bu&i&t&. ^/—/v^m 

MS(FAB,Pos.) : m/z=874[M+H] + 
'H-NMRCSOOMHz.CDCl ): 8 = 

3 

0.85(6H ) t ) J=7.3Hz) ) 1.30-1.62(llH,m),2.28-2.53(llH ) m),2.84(2H,s) ( 3.20(2H,s)3.40( 
2H ) s),3.41(lH,dJ=13.2Hz),3.64(lH ) dJ=13.4Hz),3.76(3H,s)3.81(lH,d ) J=14.1Hz),3.9 
3(lH,d,J=13.9Hz),5.64(lH,ddJ=3.2,8.5Hz),6.74(lH,d,J=1.2Hz),6.77(lH,dJ=1.5Hz), 
6.83(lH,d,J=1.2Hz),7.01(lH,d,J=1.2Hz),7.06-7.30(19H,nO. 

mfi^!l91-5:N-(4-{[(lH->r^>^— ;V-2-^;V^/V)-{\-^/V-m--i^/— IV 
-2-^7^^/V)-T^y]-^^/H-^^v ? /V)-N',N , -v ? ^ntVV-N-(lH-^h^y— /V 

g|Jfe^!|91-4-e#^^c^-^^35.6mg?r^/— /V0.80mU^^blO%ig^^K^/^ 
^/-/V^0.80ml^Px.^a^-C-»#L/c o SJ£^TfL ^JET^Srfl* 

@u^tBo^^(Z)^^23.9mg^ e &mw-tvxmti 0 

MS(FAB,Pos.) : m/z=548[M+H] + 
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^-NMRteOOMHz.DMSO-d ): 8 = 

6 

0.90(6H ) tJ=7.3Hz) ) 1.64-2.00(8H ) m),2.93-3.17(8H,m),3.72(4H,s),3.74(2H,s),4.13(3 

H, s),4.22(2H,s),4.34(2H,s),7.44(lH,s),7.46(lH,s),7.53(lH,s),7.54(lH,s),7.54(2H,d,J 
=8.7Hz),7.58(2H,d ) J=8.1Hz),10.6(lH ) brs),15.0(lH,brs). 

^MM 92 

[0157] §^{?!j92 : 5 -^^ntVVT$y-(2S)-[(4-{[(lH-/r5^y— ;V-2--i;V^;V)-{\-^;V 
m^-^V^.^Mit^-^ONo. 1 1 1]<7>^ 

mg^!j92-l : 5-t-^>dr^/V^^/VT5/-(2S)-(9H-^/V^-W^-9-^/V^hdf-^/V 

5-t-^>^^/V^^/VT5y-(2S)-(9H-^/V^V^-9-^/V^h^^/V/^^/VT$ 
/)-^^^2.50g^DMF50.0mK^§$?U WSCI^^^1.21g, HOBt 0.84g^Px. 

T^a-ei.5B#r^*#b^ 0 r^b^^y— /n.omi^px.T$^>^^?u-ei7B#rHW# 

37>f — (^tWSH^) ^£«9*tMU ^IB^^1.22g^e-fe@#:i:L-C#fc 

o 

MS(FAB,Pos.) : m/z=483[M+H]+ 
'h-NMR^OOMHz.CDCI): 8 = 

3 

I. 29(3H ) t ) J=7.1Hz) ) 1.45(9H,s),1.49-1.57(2H,m),1.64-1.71(lH,m),1.84-1.94(lH,m) ) 
3.11-3.20(2H,br),4.19-4.26(3H,m),4.33-4.40(lH,m),4.41(2H,d,J=7.1Hz),4.54-4.60( 
lH ) br),5.40-5.47(lH ) br),7.32(2H,tJ=7.6Hz),7.40(2H ) t ) J=7.6Hz) ) 7.57-7.63(2H,m),7 
.77(2H,d,J=7.6Hz). 



MM92-2 : 5-T$y-(2S)-(9H-^/V^-W^-9-^/V^h^-^7V#^/VT$y)-^^ 
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^-/v^'r/vaym.W-^^^&tVXS 1 7 . 9mg#fc 0 
MS(FAB,Pos.) : m/z=483[M+H]+ 



HJfef?!j92-2^j:i9#^tb^:ft#:(D5^300.0mg^^y— /^6.0mH£|§^U lmol/1 

ru mu.xmmmwut. 0 BCj&mT&mm&^u mm^^n^/vMzmm 
mmu mmfc&M54.2mg%m&mw:Mtvxmii 0 

MS(FAB,Pos.) : m/z=245[M+H]+ 



IIMf?!j92-4:5-v ? 7 0 nt o /VT^/-(2S)-[(4-{[(lH-^r5^y^/V-2-^r/M^-/V)-(l-^^ 
/v-m-^K^/— ;v-2-4/v^;v)-T^A-^M-^>^^)-^^-T^A-^>$ 

IIMf?!j92-3^1#^tL^^^54.2mg^t^|IMf?!j84-5^J:^#^tb§^^ 
76.8mg^^y— /k4.3mH£|g$?U Wt^80 v l&M?Ltc 0 ^tUC^T Vyk^it^m 

-7-hy"7^49.6mg^px.. m^.xi.mmmw^fc 0 ^.tiK36%^/vj^T/^n^mm 
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94.9mg£*|fe«^LT#fc 0 
MS(FAB,Pos.) : m/z=552[M+H]+ 
'H-NMRCSOOMHz.CDCl): 8 = 

3 

0.86(6H ) tJ=7.3Hz),1.31(3H,t,J=7.1Hz) ) 1.39-1.48(5H,m),1.53-1.63(lH,m),1.67-1.7 
3(2H,m),2.25(3H,s),2.33-2.37(4H,m),2.41(2H,t,J=7.3Hz),3.30(lH,t,J=7.6Hz),3.47(2 
H,s) ) 3.56(3H,s),3.59-3.62(3H,m),3.68(2H,s),3.76-3.79(lH,m),4.16-4.24(2H ) m) ) 6.87 
(lH,s) ) 7.00(lH,s) ) 7.10(2H ) bd ) J=21.7Hz) ) 7.29(2H ) d,J=8.3Hz),7.34(2H ) d,J=8.3Hz). 

93 

[0158] : 5-v J 7°tH: 0 /VT5/-(2S)-[(4-{[(lH-^5^ N y— /V-2-^|7l^^VV)-(l-^/V 

^Wb^No.ll2](7)^ 

Hifef?!j93-l:5-v ? ^°ntVVT^y-(2S)-[(4-{[(lH-^$^y— /V-2-l7V^/V)-(l-^ 

>-mUt&%No. 1 12](D^ 
^Jif?!j92-4-e#^^c^^42.9mg^M^1.0ml^^b, 100 o C-C5B#^Jl# 

MS(FAB,Pos.) : m/z=524[M+H]+ 
'H-NMR^OOMHz.DMSO-d ): 8 = 

6 

0.91(6H ) tJ=7.3Hz) ) 1.64-1.72(4H,m),1.76-1.92(2H,br),1.93-2.04(lH,br),2.12-2.24( 
lH ) br),2.60-2.72(3H ) br),2.92-3.04(4H,m),3.06-3.14(2H,m),3.40-3.80(7H,m),3.84- 
3.94(lH,br),4.12(2H ) s),4.19(2H ) s),7.48(4H,s),7.52-7.54(2H ) m) ) 7.61-7.63(2H ) m),10. 
48-10.60(lH,br). 



Mm 94 
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[0159] §^f#j94 : (2S)-v ? ^°ntVVT^y-5-[(4-{[(lH-^'^^V— ;V-2-^(;V^;V)-(X-^;V 
^^^vkrc^/K^-^No. 1 1 3] CD&tfc 



^ffi^j94-l:(2S)-^°ntVVT5/-5-[(4-{[(lH-^5:^y^/V-2-^/M^-/V)-(l-^^- 

yixf^x^r/V[j^!| No . 1 1 3] (D-^^ 

Hlfef?!j92-2-e#^tL7^3g.#:(D5 ^268.0mg&U?Hifef?!j84-5 ^Shtl^it^^O 
180.0mg^^y— /W.0mHC^A?U @1^180 /z l^Qx.fc 0 ^.flK^T Vi^mit^ 
^^hy^A98.0mg^Px., ^?a^l.5H#P^«#b/c^^36%^/V^T/V^tK^IR 
O.242ml^Px.TSa-ei50#F^a#b/c o ^fe^i/T/^K^^^^-f-hy^^Sg.Omg 
^PX.T, ^?a-C6l^raat^bfCo ^^Tf»@*L, as^^^Mbx, 
|gfE^1^382.4mg^jt^@^LT#7i 0 
MS(FAB,Pos.) : m/z=690[M+H]+ 



HJfef?!j94-2:(2S)-> ? ^citV^T^y-5-[(4-{[(lH-^r^^y— /V-2-^f7V^/V)-(l-^ 

/v-itw^v— /v-2-^/v^^/v)-T5y]-^^/H-^<^v ? /v)-^^/v-T5y]-^^^ 

>^m^/V;j^7VK^-^No. 113]<7>^J$ 
^ffi^!|94-l-e#^tifc^'^^382.0mg^DMF7.6ml^^fifL, S^^WT^ 

3^^-r3~^-J;<9, (2S)-T5/-5-[(4-{[(ih— f^y— /V-2--|7V^/V)-(l-7< 
^7wm-^^^V— /w2-^/^^/v)-r^y]-^^/H--<^v ? ^)-^^7v-T$y]-^^ 

0.20mk ^Ty7K^k* , >^^hy , >^117.0mg^Px./Co ^tv^7°nt°^T/^tK 
0.127ml«TU m^l.mmWkWVtCo KJ£HTi^Mf±L, aS^no 
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109. lmg&m&mWfokLrXfflto 
MS(FAB,Pos.) : m/z=552[M+H]+ 
'H-NMR^OOMHz.CDCl): 8 = 

3 

0.85(6H,t,J=7.3Hz),1.26(3H,tJ=7.1Hz),1.34-1.53(5H,m),1.57-1.75(3H ) m),2.17(3H, 
s) ) 2.36-2.43(4H,m),2.51-2.57(2H,m),3.28(lH ) t ) J=7.2Hz),3.46(4H,s),3.55(3H,s),3.62 
(2H,s),3.68(2H,s),4.10-4.18(2H,m),6.87(lH,s),7.00(lH,s),7.07-7.15(2H,br),7.27(2H 
,d,J=8.1Hz),7.34(2H,d,J=8.1Hz). 



MMM 95 

[0160] : (2S)-v ? 7°ntVVT^y-5-[(4-{[(lH— f^7— (;V^;V)-{\-^;V 

^Wb^No.ll4](Z)^ 



'MM&m-l : (2S)-v > ^°ntVVT5y-5-[(4-{[(lH-^5^y — /W2-^^/V-Hl-^ 

/v-iH-^^^y— /v-2-^7V^^/v)-r^y]-^^/H-^<^v ? /v)-^^/v-T^y]-^^^ 

^BftWb^No. 1 14](D^ 
^ife^!j94-2-e#^^c^^33.0mg^|ft^l.0mnc^b, 100°C-e5B#^*l# 

^(D^^32.8mg^afe@#:tbT#fc 0 
MS(FAB,Pos.) : m/z=524[M+H]+ 
'H-NMR^OOMHz.DMSO-d ): 8 = 

6 

0.90(6H,t,J=7.3Hz),1.68-1.80(4H,br),1.84-2.16(4H,nO,1.56-2.64(3H,m),2.90-3.16( 
6H ) m),3.70-3.76(4H,m),4.00-4.50(7H,m),7.44-7.56(6H ) m),7.64-7.68(2H ) m) ) 10.43- 
10.52(lH,m),ll. 10-ll.24dH.br). 



miMM 96 

[0161] m&W96 : 5-v ? 7 0 ntVVT57-(2R)-[(4-{[(lH--r^yy ;V-2-^;V^;V)-{\-^;V 
-lH-^^^y-7V-2--T7^^/V)-T57]-^^/H--<^v ; /V)-^^/V-T$y]-^^^ 
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7)-^^^1.9914g^^y— /V60mH£|§fi?U ^:~^HOBt770.2mg, 

g^^^^/V)-e*t^b, ^| EtfMbl^ 1 .9846g^ 6 & @ #:^L-C#/c 0 
MS(FAB,Pos.) : m/z=483[M+H] + 
^-NMRCSOOMHz.CDCl ): 6 = 

3 

1.29(3H,t,J=7.1Hz),1.45(9H.s),1.48-1.57(2H,m),1.65-1.69(lH,m),1.85-1.91(lH,m), 
3.15(2H,br),4.12-4.24(3H,m),4.34-4.38(lH,m),4.41(2H,d,J=6.8Hz),4.58(lH,br),5.45 
(lH,dJ=7.8Hz),7.31-7.34(2H,m) ) 7.39-7.42(2H ) m),7.60-7.62(2H ) m) ) 7.77(2H,d,J=7. 
6Hz). 

HSif?!j96-l-e#^^lfc{b^^l.9846g^DMF 19mU^#?U ^^i?xf^7^ 
j^txi^Wyyj— (^nP*;W^y- t^fB(D^^1.2212g^fe 
MS(FAB,Pos.) : m/z=261[M+H] + 

^iif^96-3:5-t-^>^^/V^^/VT57-(2R)-[(4-{[(lH-^^^y^ /V-2--f/V^^ 
/V)-(l-^^/V-lH-^5^y^/V-2-^/V^^/V)-T^/]-^^/V}--<^> ? /V)-^^/V-T 
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HMf?!j84-5^j:i9#^tb§^^909.5mg, ^r/Vb^cmb ] J^/^0.876ml^lJ\iX.X^. 

Ty7K*^*^*^-hy^A503.3mg^P^.fc o @^-e P H=5 ^lB«Ut 0 ^a-?i7B# 

^iL-C805.8mg#/c o 
MS(FAB,Pos.) : m/z=568[M+H] + 



^^7K*/^^^«8.0ml^Px.-C^-e2B#F^«#L/c o KJ&iL ^SrW 
rtL^^y— /V26.5mHC^^L, •^r^^°nt o ^-^T/V'XtK0.246mU r^/Vh^r^ 

j^mm^/^xmmu mm(Di^m205.2mg^m^m^t\^xmc o 

MS(FAB,Pos.) : m/z=552[M+H] + 
'H-NMRCSOOMHz.CDCl ): 8 = 

3 

0.86(6H,t,J=7.3Hz),1.31(3H,t,J=7.1Hz),1.39-1.50(4H,m),1.66-1.75(4H,nO,2.26(3H, 
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201 



s) ) 2.32-2.36(4H ) m) ) 2.39-2.42(2H,m),3.27-3.31(lH,m),3.46(2H ) s),3.56(3H ) s),3.62(2 
H,s),3.68(2H,s),4.16-4.25(2H,m),6.88(lH,s),7.00(lH,s),7.08(lH,s),7.13(lH,s),7.28( 
2H ) d,J=8.1Hz),7.34(2H,d,J=8.1Hz),12.35(lH,br). 



mmm 97 

[0162] Wm&\97 : 5-^7 0 nt 0 /VT5y-(2R)-[(4-{[(lH-^^^y^/V-2--r'/^^-/V)-(l-^^-/V 
Mkl^No.ll6]<Dl^/& 



Hife^!j97-l:5-v ? 7 0 ntVVT5y-(2R)-[(4-{[(lH— T^^y— /W2-^f/V)-(l-^ 
/V-lH-^5^y— /V-2-^/V^^/V)-T5/]-^^/M-^^v ? /V)-^^/V-T57]-^^^ 
^fifeWb-^No. 116]©^ 
HSfef?!j96-4-e#^^fc^^(7)^^^200mg^^^3mU ^C0.2mH^^bfc„ 4 

MS(FAB,Pos.) : m/z=524[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.92(6H,t,J=7.2Hz),1.62-1.70(4H ) m) ) 1.71-1.93(2H,m),1.99-2.01(lH,m),2.15(lH,m) ) 
2.67(3H,s),2.99-3.02(4H,m),3.11-3.15(2H ) m) ) 3.72(3H,s) ) 3.75(2H,s),3.96-4.00(lH, 
m),4.10(2H,s),4.19(2H,s),4.27(lH,m),4.33(lH,m),7.44(4H,d,J=4.3Hz),7.48(2H,d,J=l 
.5Hz),7.61(2H,s). 



MMM 98 

[0163] : (2R)-yVntVyT5y-5-[(44[(lH--f ;W2-^^;V)-(1-^^;V 

-ltw^y— /v-2— r/^^/v)-T5y]-^^-/H--<^v ; /v)-^^-/v-T5y]— o-^y^ 

^3^/Vrcy.yvH'fb'^No. 1 1 7] CD^J$ 



;JS^ll98-i : 5-t-y>3-y#/v#— ;v7^/-(2R)-^ntW7$y-^y^yt^^ 
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MS(FAB,Pos.) : m/z=345[M+H] + 



Hife^fj98-2 : (2^-^13 tWT^y-5-[(4-{[(lH—r5^y— ;W2-W^Hl-^ 

^^rc^/V^^/l^^^No. 1 1 7]CD-^J$, 

^it^!j98-l-e#^^bf^b'^^156.5mg^^y— /M.5mH^?j?Lfc 0 ^^4mol/l 
^b**/^^rf-^ltl.5ml^P^T^^-e4B#r B m#bfc 0 B£j£fL 

167. lmg. ^-/Vh=¥^hy^^/V0.148ml^P^.-C^?a-ei6B#^»#L^: o -^^Rii 

^*^*^-hy^5i.img^px.7t 0 ^fi-ei0#r^«#Lfc o Mj^m, tr^p^o m 

*Hb^JSt^hy?A84.4mg^P;tfc 0 g^^-^pH=5^M^b7t 0 ^U-C18B#P H W# 
Uh 0 BO^fL ^^^bfCo lmol/lTK^ki-hy^^TK^^Px.-C^nin*/^ 

<Dm.mm20mg&m& mVfb\^xmtL 0 

MS(FAB,Pos.) : m/z=552[M+H] + 
^-NMRCSOOMHz.CDCl ): 6 = 
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0.79(6H ) t ) J=7.1Hz) ) 1.18(3H,tJ=7.1Hz),1.24-1.40(6H ) m),1.47-1.62(2H ) m),2.31-2.3 
7(4H,m),2.43-2.49(2H,m),2.51(3H,s),3.22(lH,t,J=8.1Hz),3.34-3.42(2H,br),3.49-3.5 
2(4H,m),3.50(3H,s),3.56(2H,s),4.00-4.10(2H,m),6.80(lH,d,J=1.22Hz),6.98-7.06(2H 
,br),7.07(lH,d,J=1.2Hz),7.22(2H,d,J=8.1Hz),7.33(2H,d,J=8.1Hz). 



^MM 99 

[0164] §^{?!j99 : (2R)-i^/nfcVVT5y-5-[(4^(lH-^^V ;V-2--i;V^;V)-{\-^;V 



mgf?!j99-l:(2R)-v ? 7 P citVVT5y-5-[(4-{[(lH— T^^y— ^-Wf^Hl-^f 

/v-iiW^V— /v-2-^/v^^/v)-T5:/]-^^-/H--<^> ? /v)-^^/v-T^/]-'<^^ 

^HWk^No. 1 18]<Z>1^& 

HJi^|98-2-e#^^fc^^93.1mg^^2mU ?k0.1mH^§fi?Lfc o 4B#^*P 
it&3g*Ufco KJ^m, ig$J£r#*U tSHE©^^©4aifeia90.3mgSr»feH#:i:b 

MS(FAB,Pos.) : m/z=524[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.91(6H,t,J=7.1Hz),1.67-1.73(4H,n0,1.92(4H,m),2.59(3H,s),3.06-3.17(6H,n0,3.72( 
3H,s),3.80(2H,s),4.11-4.13(lH,m),4.11(2H,s),4.19(2H,s),4.31-4.34(2H,m),7.41(2H, 
d,J=7.9Hz),7.45-7.47(2H,m),7.48(2H,s),7.60(2H,s). 



mMM 100 

[0165] Siit^llOO : [(4-v ? 7°ntVVT^y-^^/V)-^^/V-T5y]-(4-{[(lH— f *^>> /V-2— f 
Wl^'f-A'^XT/l'Mt&yjNo. 1 19]CD-^$c 



IJfe^lllOO-l : N-(4-{[(UW^V — /V-2— r7^^/V)-(l-^^/WlH-f5^y— /V 
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mm^mwvtco msm, mmzm^vx, mm(D^ms25m g ^m^m^tv 

MS(FAB,Pos.) : m/z=464[M + H] + 
'h-NMR^OOMHz.CDCI ): 6 = 

3 

0.87(6H ) tJ=7.3Hz) ) 1.40-1.82(8H.m),2.34-2.46(6H,m),2.55-2.70(2H ) m) ) 3.45(2H,s), 
3.55(3H ) s),3.63(2H ) s),3.72(2H,s),6.88(lH,d ) J=1.2Hz),6.99(lH,d,J=1.2Hz),7.05-7.13 
(2H,m),7.46(2H,d,J=8.3Hz) ) 7.69(2H,dJ=8.3Hz),8.27(lH,s),12.39(lH,br). 

HM^iJlOO-2 : [(4-v ? ^°ntVVT^y-^^-/V)-^^/V-T^y]-(4-{[(lH-^^^y^/V 
-2-^;v^;v)-{i-^;v-m-^^^—;v-2-^;v^;v)-T^A-^M-y^—^ 

mMimoo-ix^htif'it^m47m g ^m7Kmt^^4Aimncmm^. hv? 

^/vi/y/ui/T^&izou mz.xm^Kmu 2mmmw\^tc 0 ^<d^ nx$m 
s^ccicftSL, hv^/^v/^>T^&i3o»m?Lxmu.Kmu zbizsomm 

xvvMzxttiMuto mmm&mu'km.Tkxmfru &&mstrhv&j>>\cxmMk& 
*fc 0 ^(d^ mm^m^xmm(Dit^mi^mg^mn^m^mb\.xm'o 

z.ti%^;—;v±Jm\\z.mM\^X, a^780/z \^^X9b°cx\&mw\mM^ 

tc 0 ^u-^x^mu ^m^^fc 0 m^mTkm^hvv^ykmm&Mx-xftivi 

^Ty7K*{b*^#^hy , >A27.9mg^P^.fc 0 ^T*pH=5^^LT. ^m?lB# 
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mm^M xmmu mtwt^mi3.2mg^m^m^mt\^xmc. 0 

MS(FAB,Pos.):m/z=552[M + H] + 
'H-NMRCSOOMHz.CDCl ): 8 = 

3 

0.87(6H,t,J=7.3Hz),1.27(3H,t,J=7.1Hz),1.34-1.51(8H.m),2.27-2.40(6H,nO,2.62-2.6 
5(2H,m) ) 3.29(3H,s) ) 3.46(2H,s) ) 3.57(3H,s) ) 3.61(2H,s),3.69(2H ) s) ) 3.85(lH ) s),6.88(lH 
,d,J=1.2Hz),7.00(lH,d,J=1.2Hz),7.05-7.11(2H,m),7.30-7.36(4H,m),8.27(lH,s),12.35 
(lH.br). 

mMM 101 

[0166] gmmiOl : [(4-v ? ^nt°/VT5y-^^/V)-^^7V-T5y]-(4-{[(lH--r$^V— ;V-2-J 
^Wb^#JNo.l20](D^^ 

: [(4-^cil:VVT5y-^/V)-y^/V-T5y]-(4-{[(lH--r^y /V 

-2-^/v^^/v)-(i-y^/v-iH-^5^y^/v-2-^/vy^/v)-T5/]-y^-/H-7rn^/v 

)-M{^No. 120]CD^ 
^Jfe^!ll00-2-e#^)ttfc^'^^5.1mg^i^^204 /i l(«Lt, 100°C^20B#^ 

aBffi$-*fe, ?§jK«r«*u mu<Dfc&M6.om g &a&mfcbvxmco 

MS(FAB,Pos.):m/z=524[M + H] + 
'H-NMRCSOOMHz.DMSO-d ): 6 = 

6 

0.91(6H ) tJ=7.3Hz) ) 1.63-1.69(8H.m),2.95-2.98(6H,m),3.00-3.11(2H,m),3.24-3.51(5 
H,m),3.70(3H,s),3.72(2H,s),4.08(2H,s) ) 4.14(lH,s),7.45-7.55(6H,m),7.63-7.66(2H,m 
). 



102 
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[0167] S&g0fllO2 : 2-{[(4-v ? ^°ntVVT^y-^^7V)-^^/V-T^y]-^/H-5-{[(lH--r^^ 
;v-2-4;v^?v)-(\-^;v-\w-4^/— ;v-2-^(;v^;v)-T^A-^M-^ 

MMM 102-1 : 2,5-v ? ^^-/V^S#^^-/V^^^/VCO^^ 
2,5-v ? ^^/V^S#^1.772g^^y-/V30mHc:^Lfc o 

^h^7>f — (^i^W^^/V-) ^TMiU ^fB(D^^1.9353g^^ 

MS(FAB,Pos.) : m/z=165[M+H] + 
'H-NMRCSOOMHz.CDCl ) 5 : = 

3 

2.34(3H ) s) ) 2.55(3H,s) ) 3.89(3H ) s),7.13(lH ) d,J=7.6Hz),7.20(lH,d,J=7.6Hz),7.72(lH ) s 
). 

%M$\ 102-2 : 6-tKi3 d rv'^^-/V-3H--f y^^y^^^-l-^"^(D^j^ 

^W!jl02-ll:1#^^t:^1.1274g^E^^mi9.2ml^^bfc o SJiSSSft 
^N-^n^y^W5K2.417g, a^^b-^^yV/H47.2mg^Px., 6.5B#Pfg;tJP§ftjg 

/V-^-ft#^^/^^^/V^-a-tpfM^#l2.4003g^#^ o #^^^^50% 
l,4-^^y7kl§}R48ml^^LfCo SJ^^*^^^/^> T >A3.4823g^Px., 

ioo o c^-ci6.50#p^a#L/c o 0°C^^Pb, S^ife 
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MS(FAB,Pos.) : m/z=165[M+H] + 
'H-NMRCSOOMHz.CDCl ) 5 : = 

3 

1.91(lH,t,J=5.9Hz),4.83(2H,d,J=5.9Hz),5.33(2H,s),7.50(lH,d,J=7.8Hz),7.72(lH,d,J 
=7.8Hz),7.93(lH,s). 

2-^h^^^h d r^^-/V^nyK485.2mg. v ; -fy7 P titVV^^/VT5:^540.2mg^Px. 

-e^bf-m, MfcTMmU tnu-fc/VJ^mm^tio zkMfclmol/UftfifcSrini*. 
^S^tin/}N/V^4mn^fifLfc 0 ^b^^V421.3mg^Px., £ 

^as^y^y— /v3mi^^Lfc 0 Rmmmi^ mmmwo 2004/024697)© 

^fet-J;^#fetb^N'-^/WN ) N-^y 0 ntVV-yy^-l ) 4-v ? T$^187.7mg N v^V 

^m^mtuxnt^ 

MS(FAB,Pos.) : m/z=439[M+H] + 
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WSCI^^^147.5mg, HOBt 

io4.9mg^p^., ^u^xmmmwvtco ^mmm^mf^rmmu imoi/i^^b 

frlfcmm&2-^/V-2-^vis<J—/U6mnc^M^f'o Klt^m^V^=-^^p-h/V 
^^/k^— h35.2mg^Px., 2 0 mMf&WU^fc&s lmol/1^^4ml^Px., 90^ 

bfc 0 mmm&mn&&7k\zx& i &u m*mm*rb])v^xmm^tc 0 &mm&fc 

MS(FAB,Pos.) : m/z=379[M+H] + 
'H-NMRCSOOMHz.CDCl ) 5 : = 

3 

0.86(6H,t,J=7.4Hz),1.37-1.64(13H,m),2.15(3H ) s),2.32-2.38(6H ) m) ) 3.78(2H,s),4.34( 
2H,q,J=7.1Hz),4.71(2H,s),7.43(lH,dJ=7.8Hz),7.51(lH,d,J=7.8Hz),7.74(lH,s). 



llifef?!jl02-5:24[(4-v ; ^ <> nt o ^T5y-^^/V)-^^/V-T5y]-^^/H-5-{[(lH--r$ 

^S#^^/^^/K^^No.l21]<D^j£ 
IIM^!J102-4^#^tL^^^83.5mg^tii3^/VA3mU^fifLfCo SJSSSSKfc 

-^b-^>-^v423.5mg^px., ^n^x2mmmw^tc 0 nm^^H^xmm^ 
fern, st^sr«jET««ib, nhntmm^^/-^i.5mnmm^tc 0 Bo&fm 

^HJg^!l88-4-e#btb^^^45.2mg, v-T/*fft^*?*^hy^21.1mg^P;t 
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, mmz.xpH5Kfmu mm\zxi8f$m9hftvfco R^mm^m^rmmu 

MS(FAB,Pos.) : m/z=552[M+H] + 
'h-NMR^OOMHz.CDCI ) 5 : = 

3 

0.86(6H ) tJ=7.6Hz),1.37-1.43(9H,m) ) 1.69(4H ) br),2.15(3H,s) ) 2.35-2.37(6H ) m),3.44( 
2H ) s),3.57(3H ( s),3.64(2H,s),3.71(2H,s) ) 3.75(2H,s) ) 4.34(2H,q,J=7.1Hz),6.88(lH ) d,J= 
1.5Hz),7.00(lH,d,J=1.5Hz),7.08(lH,br),7.13(lH,br),7.45-7.50(2H,m),7.80(lH ) s),12. 
34(lH,br). 



mmm 103 

[0168] mMmi03 : 2-{[(4-v ? ^ 0 nt 0 /VT^y-^^/V)-^^/V-T$y]-^^7H-5-{[(lH--r^^ 
;v-2-^(;v^;v)-{l-^;v-m-^^/— ;v-2--<;v^;v)-T^A-^^y^ 
m#^Mk^#/No.l22](D^ 



mMM 103-1 : 2Ai{A-^n\i 0 ;vr^/-Zf^;V)-^;V-r^A-^^h^-{i{m-- f 5 

^S^Wb^No. 122](D^ 

HJSf?!jl02-5-e#^^k^5.7mg^^7K30/z l^§M£i3rfc 0 SlSSgSR^* 
^100/z l^Px., 80°C^T19H#^«#bfc o SJSSI^iiUttftiLfcf, ^ 

fcrmmu mm^h^-m.9m g ^^mi^t^xnt'o 

MS(FAB,Pos.) : m/z=524[M+H] + 
'H-NMRCSOOMHz.DMSO-d ) 6 : = 

6 

0.92(6H,t ) J=7.3Hz),1.66-1.82(8H ) m) ) 2.61(3H ) s) ) 2.98(4H,br) ) 3.05(2H,br) ) 3.17(2H ) br 
),3.71(3H,s),3.83(2H,s),4.12(2H,s),4.21(2H,s),4.35(lH,br),4.60(lH,br),7.49(lH,d,J= 
2.0Hz),7.51(lH ) dJ=2.0Hz),7.59(lH,d,J=7.8Hz),7.63(2H,s),7.74(lH,dd,J=7.8,1.7Hz) 
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,7.93(lH,d,J=1.7Hz),9.37(lH ) br),10.35(lH,br). 
[0169] [^1] 
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[0170] 
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[0173] 
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[0176] 
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[0177] 
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[0178] 



No. 




No. 




104 


hn 7 n 

Vn l o 

T 

OH 


105 


O 

v. to ,, L 


106 


O 


107 


HN „ N 

1 


108 


F=S 1 J 































WO 2005/085209 



220 



PCT/JP2005/004189 



[0179] 
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[0180] jJctc, *|6M>fk^©fiH4f<;f^©IS*Sr^-t-o 
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[0181] :7V— hKU* (DMJ&<vpzmk&yotbhKHW-miBm%k 

MT-4^BJ3S(3.0X10 4 /welU MOI(Multiplicity of infection):0.01)Sr^^ii:^(^PX.fc: 
(Pawels, et aU i?^-— Hr? ^PPi?- ^y^KQ.of Virol. Method.), 20. 

309-32i(i988))T^#i-§^«^fflij^b^o 

pf §^50%Pl^i-§^S(EC50:50%Elfective Concentration)^ ju M"C^?1U -?:<£>l£ 
[0182] \M2\ 





EC50 [ i± M] 




EC50[ M M] 
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0. 095 
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f«M2 

[0183] MT-4;jM (5 X 10 6 /0.2ml/well) &24K'*<4?v#<4#— :7V— h_L-ei#^L7c 0 fcWt 
0.1%BSA^fRPMI-1640) \C^Msk. 0 y#VK I25 I-SDF-l a (Jfcf£t£2,200Ci/mmol; 
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[0184] [^3] 
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[oi85] Mmt&m<DMi±mmc^^x(D&m&ft<>tc 0 i-^^^6M^sD^^h(n) 
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f«M4 

[0187] 4<D^-g^^34.6%, 0M?Ltf34.6%, 0 Mf^^o^^f V^y 

17.3%, H^tK^^v^^tVvir/vu— ^7.3%, 0 Mi&gi&fcKt^v^PtVvir 

mmnd&m^^xmmu ^n^mmm^m^^m\^x^m\^fc(4o o c, 3o#) „ 

l£*fcBg*fc^iBU ra B B p99%^^bT^Ty^^^^^l 0 /o(DSiJ^J;< 
1.6%, itt^^ 0 M**M7K^^bT100%^LfcT^— Mfe^fet-fi'^bf^ 

10%, 0 M^>-^hy^/V^3%, 0Jliftf^^2%, 0 ^tKn^>7°ntWir/V 
n-X0.05%£ 0 M»M*^^bT100%^LfcIi^— Mt^M^b^io '(Dll^n 

-hm&mmmmm\^xio%<Dm&x^4=i-?—$:m^^xmBvti 0 mmm, 30 
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umm5 

[0188] zfXC^ thskm-?— M=i^^M^-*fc®D*^:«:Crj:CD(SD)IGS*H49yK 0 * 

^-V— /V7S)s<— ^km^^UskU jg^Ptt(3500r.p.m. x l0ft)1~%Z.bK£oX 

fc 0 ^:v>-e3^r^7°w>^-<— hut, ^iM^ftt>^-9i© 

25mmol/lDMSO|§|R^S^:!^-C#fRU 500 /x mol/l^|^^Lfc^lR^, 3 n \M 

600/zl^Px.T, jgjpPbfeo rtL&^fr#gt(15000r.p.m.X5#)U _h^^oV^ 
LCMS(?R#:^n^h^^a*^)aiJ^ffV\>fk^91^M^#l84^mkLTV> 

[0189] [^5] 
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[0190] «0j!^J:§ffm^T^^k^X^-?:^a^W^f^^§^, tL<{«(D^ 
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mm 




(14) 



^(14)^ ktfulER tmCo 

33 12 

mtK m^m^a^mMmmRxmxm^ti^mw^^^, ^©^t^i 

[2] n , n , n ^l<Z>»reil£tU R , R N R , R , R N R ^m^xm^H^^m 

1 2 3 1 2 3 4 5 6 

1 2 

[4] W^ftjfe:i£(10)^$;t^M^ 

[6] W/^>i?v^-cie$tK x^-ch --cse^tu D^tfffE^ (6) xmt>&friz>^xfo 

2 

i9, ^(6)4^q^nr xm^ti^xh^o.R tem&(Dtte<o'v&%mMmi7bm3 

12 12 

[7] D^ffjfB^:(6)-e^^$^S-efe«9, ^(6) ^q^nr -e^^^ss-efe^, r 
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^©S-efc!J,R &Wl&<Dk35*)T*$>Y)* Y^-(CR R )m -^m^tlZM^hV , R , R 

12 18 19 3 18 

19 3 

[9] D^ffffB^Ce)^^^^*^. 5£(6)c|3(£)B^-NR R -e^$^,R , R 

25 26 25 26 

[11] 2-[(4-> ? 7°ntVVT^y-^^/V)-(4-{[(lH— T^^y— ;W2-^f;V)-(l-^ 

-itws*v— r/^^/v)-T5/]-^^-/H— o-v^/^-t^/]-^^/— /v. 

[4-(64[(lH-^5^y— /V-2-^/V^^/V)-(l-^^/V-lH-^5^y— /V-2--f/V^^-/V 
J-T^/l-y^/Vj-lH-^^X^^yy— /V-2-^/V)-^^/V]-> ? 7 P nt:VV-T5>', 

[4-(6-{[tf^-(lH--f^y— ;v-2-^;v^;vyr^A-^JVY\--fxi^?v-m-^y 
X-f^y— /v-2-^/v)-^^/v]-> ? y p nh 0 /v-T5^, 

[4-(64[(iH-^?yy— /v-2-^/vy^/v)-(i-y^/v-iH-^^^y— /v-2-^r/vy^/v 

)-T^y]-^^/H-l-7°ritVV-lH-^^XV5^y— /V-2-^/V)-y^/V]-v ? ^ntVk- 

[4-(5-{[(lH— f^V— /V-2-^/V^^-/V)-(l-^^-/V-lH-^5^y— ;V-2->(;V^;V 
)-T^/]-^^/H-l-y 3 ntVV-lH-^^X^$^y— /V-2-^/V)-^^-/V]-v ? y s nt°/V- 

4-{[N-(iH--r^^y— /v-2--r/^^/v)-T$y]-^^-N-(4-> ? ^ 0 afcVvT5y-^^ 

2-(4-v ? ^ P cifcVVT5y-y^/V)-5-{[(lH-^5^y— /W2-Wf/V')-(l-^f/l' 
-UW^V— /v-2-^/v^^/v)-T5/]-^^-/H-2,3-v 5 i:Ki3-^y-f^K— 

2-(4-v ? ^°ntVVT^y-y^/v)-6-{[(lH— T5^y— ;W2-Wf;v)-(l-^ 

-iH-^yy— 7v-2-/r/v^^/v)-T5y]-^^/H-2,3-v ? tKn-/ry^r^K^/v-i-^-^ 
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N-^/WN-[4-({[ 1 -d-^/v- 1 n-^^/—;v-2-^;v^;vy 1 H-^y*V — 
-2-^/V^/V]-T5/}-^/V)-^^v7V-N' ,N' -v^nfcVyy^y-l, 4-^T5>\ 
[4-(6-{[(ltW^y— 7V-2-4/v^/v)-{\-^/v-m-4^y— ;v-2-4;v^;v 

i-(4-v ? ^°atvvT5y^^/v)-3-(4-{[(iH---r5^y— ^-wf^Hi-^ 

[4-(6-{[(lH— f^V— /V-2--f/V^^/V)-(l-^/V-lH— T5:^y— ;V-2-^?V^f-)V 
-lH-^yy— /V-2--r/^^/V)-T$7]-y^/H-3,4-v ? tKn-lH--<>'yTe][l,4]> ? 

Tiftfy^.s-v^y, 

44[(3,5-^y^/k-fc°y^y-2-^/ky^/^)-(i-y^/wiH-^5^y— /v-2-/r/v-y^ 

44[(5-3i^/Wt o y^^-2-^/M^/V)-(l-^^/V-lH--r5^y— /v-2--r/vy^/v)- 
T5y]-y^/H-N-(4-v ; y 0 nt7VT57y^-/V-y^^/V)— <yxr^K\ 

[4-(6-{[(m-^5^y— /v-2-^/vy^/v)-(i-y^/v-iH-^^yy— /v-2-^7vy^-/v 
)-T^y]-y^7H-3,4-v ? tKn-iH--ry^ryy^-2-/r7v)-y^/v]-> ? y 0 ntvv-T5y, 

[3-(6-{[(lH-y^V— ;v-2-^;v^;v)-{\-^;v-m-^^/— ;v-2-^(;v^;v 
)-T^y]-y^/^i-y^/wiH-^yX^^^y— /v-2-^)-^y^/k]-> ? y°at:Vv- 

6-{[( l H-4 ^7 — ;v-2-^;v^)V)-{\-^)V- 1 H-^y*V — /v-2-y/vy ^-/vyr 
^yj-y^/H-s.ej.s-^h^tKn-^yyii^-ai^y^y^-^/v^v^-^nt 0 

N-(4-^y°ntvvT^y-y^/v)-4-{[(i-y^-/v-iH-^^^y-2-/r/vy^/v)-(5-y^ 
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-1H-- f^V— ;V-2-^;V^;V)-T^A-^M-^^i?M-^>^/^>T^V\ 
N-(4-^^titVVT5/-7^/V)-N-(44[(lH-^5^y— /V-2-^/V^^/V)-(l-^^-/V 

-iH-^^^y'—/v-2-^/v^^/v)-T5y]-^^/H-^>^v > /^)-4-^^/v-^<^V^/v 

--r7^ ; ^/V)-T^y]-^^/H-<^v ? ^)-N' ,N' -v > 7 P nh°/V-> ? ^>'-l, 4-v ? T5>. 
N-(4-{[(l?W^V— /V-2-^^/k)-(l-^^/^-lH-^5^V— /V-2--f/V^^/V 

N-(4-v ? yVtWT5/-7^/V)-N-(4-{[(lH— T^^y— /V-2— |7vy-^vV)-(l-y-^vV 
-lH-^yy— /V-2--f/V^^-/V)-T5/]-^^-/H-^^v > /V)-TirhT5H\ 

i-(4-^°ntvvT^y-y^/v)-3-(4-{[(iH-^5^y— /v-2--f/v^^-/v)-(i-^^-/v 
-m-^yy— 7v-2--r/^^/v)-T$y]-y>^/H-^oi^/v)-i-^^-/v-^ixT, 

i-(4-v ? y°atWT5y-y^/v)-3-(4-{[(iH-^$^y— /V-2-^/V^/V)-(l-^;V 

N-^/v-N-[4-({(l-^/v-lH-^^y— ;v-2-^;v^5-;v)-\_ 

/v]-n' ' ,n' '-^ntw-y^^-i^-^r^y. 
[4-(6-{[(lH-^f$^V— ;V-2-4?v^;V)-(l-^;V-m-4^^— ;V-2-4/V^;V 

6-{[(iH--f^V— 7V-2-4?v?>.^-7V)-{i-^7V-m-4^/— ;v-2-^;v*?-;v)-t 

*/y^M-4^VTl,2-a]t°Vi?l/-2-*/Vy$>m 

(4-v ? yVtW)-T5/-^^-/v)-T5H\ 

N-(4-{[(lH-^yy— /V-2-^/V^;V)-(\-^;V-\H—<^/— ;V-2—<;V^/V 
)-T^/]-^^/H-^>-^/V)-N\N'-^ 0 ntVV-N-(2,2,2-hy^/^n-^/V)-^^ 
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N-(4-{[(l-yy>^/i^— /wiH-^yV— ;w2-Wf;vH l-y^/v-ltW^ 
^;v-2-^;v^;v)-TKA-^^h^^^)-n-^;v-^ ' ,N' ' -v^nfcW-;/ 
^>--l,4-^T^>\ 

3-[(4-v ? 7VtVVT5/-^^-/V)-(4-{[(lH-^5^y— ;W2->f;M^Hl-^f;> 
i-(4-^7 p nt°/vT5:y-^^/v)-3-(4-{[(iH-^^yy— ^-Wf/kHl-^ 

{3-[6-(4-{[(lH-^5^y^/V-2-^/^^-/V)-(l-^^-/V-lH--f^^y^ /V-2--f/V^ 
^/v)-T^7]-^^/H-^^^/v)-t°y^>--2-^/v]-^ 0 nt 0 /H-v > 7 0 ntVv-T5^, 
N-(4-v ? 7 0 nt°/VT^y-^^/V)-2,2,2-hy^/V^-n-N-(4-{[(lH-^$^V— /V-2— f 

[4-(5-{[(lfW^y— ;v-2-^;v^;vy{\-^;v-\w-4^7— >v-2-4>v**f-)V 
)-T^/]-^^/H-l ) 3-^tKn--ry-r^K~/V-2-^/V)-^^-/H-v ? y 0 nt°/V-T5^, 

{4-(iE)-[2-(4-{[(iH-^5y"y— /v-2-^/vy^/v)-(i-y^/v-iH-^r^y"y— /v-2-^r 

{[4-((iz)-244-[(^y > ntvvT5y)-y^/v]-y^^/H-t^7P-)-^^^/v]-y^/v}-( 

^?^wv-2-Wf;v)-[(l-^;W^/--;v-2->f;i')-^f;i']-T^y > 
{[4-((iE)-244-[2-(^y°rit:VvT^y)-^^/v]-ycn^/H-if^/k)-y J :^/k]-y^/v 

{[4-((iE)-244-[(^y°ntvvT5/)-y^/H-^^— /H-t^/v)-yzn^/v]-y^/H-tf 

[4-(64[(iH-^$y"y— /v-2-^/v-y^/v)-(i-y^7v-^^y"y— /v-2-^/v-y^/v)- 
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(4-{[(lH— f^yV— /v-2-^/vy^/v)-(l-y^vv-iH-^yV— /W2-Wf;v->- 

t^/]-^/vh <^/v)-^/w-(4-tr^y^-i-^ {;vzf*f-;vyr$>^ 
-iH--f5yv— /v-2--f/v^^-/v)-T5y]-^^/H-^^x^r5:yy'— /v-i--f/v)-^^/ 

[4-(6-{[(lH— l^yV— /V-2--f/V^^/V)-(l-^/V-lH— T5:^y— ;V-2-^(;V^V 

)-T5/]-^^/H-i-^yy°ntvv-iH-^^yV5^y— /v-2-^/v)-y^/v]-v ; y 0 tii: 0 

[5-(6-{[(lH-^5:^y— /V-2-^/vy^/V)-(l-y^/V-lH--f^yy— ;V-2-^/V^;V 
)-T^y]-^^/H-l-^ntVv-lH-^^y^$^y— /V-2-^/V)-^^^/V]-v > y°nt° 

N-(4^[(lH-^^^y— /V-2-^/Vy^/V)-(5,6,7,8-^h7tKntKn-dryi;>'-8-^'/V 

)-7^f^H<y^)-N-^/^-N' ,N' -i^yntw-yy^-i^-v'T^^, 
N-(4-v ? yVtWT5/-y^/V)-N-(4-{[(lH— T^yV— /V-2-^7Vy^-7V)-(5,6,7,8- 

3-[(4-v ? ^ P nt°/VT57-y^/V)-(4-{[(lH--i'5y N y— /V-2-^/vy^/V)-(l-y^/V 
-lH-^yV— 7V-2--T7^^/V)-T$y]-^^/H--<^v ; 7V)-T^y]-7 0 nt 0 ^-^^ N 

(4-v ? ^°ntvvT$y-y^7^)-(4-{[(iH--)'^y N y— /v-2-^/vy^/v)-(i-y^/v-m- 
^^y^y— /v-2--r/^^/v)-r^y]-^^/H--<^v ? /P')-v/T^-^K, 

^^y'y— /v-2--r/v^^/v)-T5/]-^^-/H-^^> ? /v)-^/^T5K. 

— /v-2-^/^^/v)-T5y]-^^/H-^^^/v)-(4-v ? y°ntvvT5y-y^/v)T$/]- 
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[4yi-^^/v-6^[(lH-^yV— ;V-2-^;V^;V)-{l-^;V-m-^(^/^ >v 

[12] 3-[(4-v ? ^nt°/VT57-^^-/V)-(4-{[(lH-^5^y^/V-2-'f/V^^-/V)-(l-^^-/V 

3-[(4-v ? 7°atVkT^y-^^/V)-(4-{[(lH-^$^y— ;W2-^f;VHl-^ 

3-[(4-v > 7°nt 0 /VT5/-^^-/V)-(4-{[(lH--f5^y^/V-2-^'/V^^-/V)-(l-^^-/V 

3-[(4-v ? ^°ntVVT$7-^^)-(4-{[(lH---r$^y— /V-2-^/V^/V)-(l-^^/V 

3-[(4-^ntW7^7-^f;V')-(4-{[(lH-'f^^/- ;W2-Wf^Hl-^ 
-lH-^^^y— /V-2-^/V^^-/V)-T5/]-^^-/H--<^v ; /V)-T5y]-7 0 nt 0 ^->'^5- 
^^•/V-2-^-^ry-[l,3]> ? ^-^y— ;V-A-^/V^;V^^r;V, 

3-[(4-v ? ^ntvvT$y-y^/v)-(4-{[(iH-^r$^y— ^-2-wf;vHi-^ 
-m-^^y— /v-2--r/^^/v)-T5y]-^^/H--<^v ; 7P-)-T5y]-y > nt o ^-^^i- 

3-[(4-^PtVVT^7-^f-/V')-(4-{[(lH-'f^^/- /V-2--f/vy^/V)-(l-y^/V 

-m-^5^y— /v-2-^/vy^/v)-T^y]-y^/vh^^/v)-T5:/]-y p nfc o ^-^^i-( 

3-[(4-v ? y 3 nt°/vT5/-y^/v)-(4-{[(iH— r^^y— /V-2-^/Vy^/V)-(l-y^/V 
-iH-^^yy~/v-2-^7i-y^/v)-T5y]-y^/vh^y> ? /V')-T5:7]-y p ni: 0 ^-y^yh 
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3-[(4-v ? ^ntVkT^y-^^/V)-(4-{[(lH--r^^y— ;V-2-4/V^/V)-(l-^/V 
-1H-- f^V— ;v-2-^;v^;v)-T^A-^/vy^i?;v)-T^A-^v}i°^Wt^V 

3-[(4-v ? y°ntVvT$y-y^/v)-(4-{[(lH-^r^^y— /v-2-^( ;v^/v)-(i-^/v 

^-^y-i,3-iytKn--fy^<>'y ? > r y>'-i--f/v^^7v, 

-^rU-y^ 3-[(4-v ? y 0 ntvvT5y-y^/v)-(4-{[(iH— r^^y— /y-2— r/yy^-/y 

Mi-y^vv-iH-^r^v— /v-2--f/yy^-/y)-T5y]-y^-/H-^yv > /v)-T5y]-y°n 

3-[(4-y7 p nt°;vT5y-7'f;v)-(4-{[(lH--f$yy- /v-2-y7vy^vv)-(l-y^vv 

-m-^^^y— /v-2-^7vy^/v)-T5y]-y^/H--<yv ; 7v)-T^y]-y > nt o ^-y^3- 

3-[(4-v ? y°ntyyr^y-y^/v)-(4-{[(iH-^5^y— /y-2--f/yy^/v)-(i-y^/v 
-ih-^5^v— /w2-^/yy^/y)-T5y]-y^/H-^yv J /v)-T5y]-y 0 nt o ^-y^v ? 

3-[(4-v ? y p nt o /vT5y-y^/y)-(4-{[(iH-^r5^y— /v-2-^r/vy^/v)-(i-y^-/v 
-m-^yy— 7v-2-^7vy^/v)-T$y]-y^/H-'<yv ; 7v)-T^y]-y 0 nt 0 ^-y^t- 

3-[(4-^y B ntvyr^y-y , ^/v)-(44[(iH-^^^y— /y-2--r/yy^/v)-(i-y^/v 
-ltw^y*— /v-2-^/yy^/y)-T5y]-y^/H-^yv ? /v)-T^y]-N-^^/y-^n 

3-[(4-{[^y-(m-^5^y— /y-2-^/vy^/v)-T5y]-y^/H-^y^/y)-(4-v ? y°nt o 
/vT$y-y^/y)-T5y]-y°nt°^-y^ N 

3-[(4-{[ify.-(iH-^5^y— /v-2-^r/vy^/v)-T$y]-y^7H-^yv ? /v)-(4-v ? y°nt° 
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3-[(4-{[tfy-(lH-^yV— /k-2--r/^^/V)-T^y]-^^7H-^^> ? /P')-(4-v ? 7°tit° 
3-[(4-{[«-(lH-^5^y^/W2-^/V^^/V)-T5/]-^^/H-^^^/V)-(4-v ; ynt 0 

2 ) 2-^^7v-y°nt o ^^^3-[(4-{[fc^-(iH-^r^^ N y— /v-2-^/^5 : -/v)-T^y]-^ 

^/H-^^^/k)-(4-^7°pe/kT^y-^^7V)-T$y]-7°nt 0 ^^/k^^r^^/k3i^ 

3-[(4-{[tfy-(iH— f5yV— ;v-2-^sv?t^/v)-TKA-^;vy^>i?;v)-(4-x/-7°ri\i a 
/VT5/-^^/V)-T5/]-7°nt 0 ^>-^3-^y-l,3-v ; tKn-^ry-<^y^7^-l-^r 

3-[(4-{[t^-(iH-^^^v^— /v-2-^/vy^/v)-T$y]-y^/H-^y> ? 7v)-(4-v ? y 0 nt o 
3-[(4-{[t^y-(iH-^^^y— /k-2-^/vy^/k)-T^y]-y^/H-^y^/v)-(4-^y°^e 

[13] (iH-^5^V^/v-2-^/vy^/v)-(i-y^/v-iH-^5^y— /v-2-^r/vy^-/v 
)-[2-(4-t°^y^y-i-^/v-^^/v)-3-y°ntvv-3H-^yX^^^y— 

3-[(4-[[(ltW^y— ;V-2-4/V^;V)-i\-^;V-m-^^7— ;V-2-^(;V^;V 

)-T5y]-y^/v]-^yv ? /v)-(4-t°^<yv ? y-i-^-y^/P')-T5y]-y°ni: o ^->'^, 
[(4-^yvtvvT5/-y^/v)-(4-[[(iH-^5^y— /v-2-^/M^-/v)-(i-y^-/v-iH- 

[(4-^y°n tvvr^y-y^/v)-(4-[[(i H-^^y y — /v-2--r/vy i-y ^-/v- i h- 
4^y*— /v-2-^r/vy^/v)-T$y]-y^/v]-^<yv ? /v)-T^y]-g^^y^/v^^/v, 
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[(4-^ot>7^-/f;v)-(4-[[(lH-^^y- ;v-2-^(;v^;vy-{\-^;v-m- 
3-[(4-^ntVVT^7-^^)-(4-[[(lH-^r^y>/— ?V-2-4>V**f-;V)-{\-^>V 

3-[(4-[[«-(lH--f^^ N y— /V-2-^/V^^/V)-T57]-^^/H--<^v ? /V)-(4-v ? ^n 

[(4-[[tf;*-(itW^V— 7V-2-^r/vy^7V)-r^y]-y^/v]-^<^v ? /v)-(4-v ? ^ 0 tifc 0 

[(4-^ti tvvT5y-7^/v)-([[( i H-^^-^-Wf^Hi-^f^ i 

[(4-^°n tvvr^y-^^/v)-(4-[[(i H-^r?:^ /v-2--r/vy i-y ^-/v- i h- 
-f^y— /v-2--r/vy^/v)-T$y]-y^/v]--<^v ? 7v)-T^y]-^^ 

2-^e/V^U ^-4-/f/V-3z^/Vrc^^/V N 

[[4-(v ? 7°n tW-T5;y)-^^/H-(4-[[( 1 tW^V /k-2-^/ky ^VV 

-ltw^A- /v-2-^7vy^/v)-T^y]-y^/v]-^<^/v)-T^y]-@^^^^/v^ 
yvK 

[(4-^°ntWT5y-^^/v)-(4-[[(iH— f^yy— /V-2— f/vy^-/v)-(i-y^-/v-iH- 
-y^^v— /v-2-^/vy^/v)-T$y]-y^-/v]--<>'v ? /v)-T5y]-i^^ 

[(4-v ? ^°ntyvT^y-^^/v)-(4-[[(iH-^^^ N y— /v-2-^/vy^/v)-(i-y^/v-iH- 
^^^y— /v-2-^/vy^/v)-r^y]-y^^]-^^v ? /v)-T^y]-i^^iy^^-^/^^^ 

[(4-v ? 7VtvvT^y-y^/v)-(4-[[(iH-^5^y— /v-2-^/vy^-/v)-(i-y^-/v-iH- 
-f^^— /v-2-^/vy^/v)-T^y]-y^/v]-^<^^7v)-T3:y]-@^^ 

(4-v ? ^ntvvT$y-^^-/v)-(4-[[(iH-^r$^y'— /v-2-^r/vy^/v)-(i-y^/v-iH-^r 
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N -(2-^an-4-[[(lH— T^^V— ;v-2-^;v^7V)-{l-^7V-m-4^/— sv-2-4 
>\ 

[(4-[[tf^-(lH--T5^y— /W2-^/V^^/V)-T^y]-^^/V]-^^v ? /V)-(4-v ? 7 P tit: 0 

[(4-^ 0 ntvvT^y-^^/v)-(4-[[(iH-^r^^ N y— /v-2-^7^^/^)-(i-^^7^-ih- 
-r^^y — /v-2--r/^^/v)-r^y]-^^/H-<^v ? /v-)-T^y]-i^^3 ) 7, 1 i-hyy^/k 

2-[(4-v?7°cit:VVT5/-y^/V)-(4-[[(lH--r5^y— /V-2--T/V^^-/V)-(l-^^-/V 
-lH-^yy— /V-2--f/V^^-/V)-T5/]-^^/V]-^^v ; /^)-T5:/]-N ) N-v ? ^^-/V- 

[(4-[[«-(i-^^/v-iH--r$^y— /v-2-^/^^/v)-r^y]-^^-/v]-^>-> ? /v 

)-(4-v ? ^ P ntV^T^7-^^)-T^y]-g^^, 

[(4-[[t^-(l-^^/k-lH-^^^y— /V-2-^/V^^/k)-T^y]-7«^/V]-^^v ? 7V)-(4- 

[(4-^citvvT5/-y^/v)-([[(iH--r5^y— /v-2--r/v^^/v)-(i-^^/v-iH--r$ 
^y^-2-^r/v^^/v^^7"/v, 

([4-[(4-[[(lH-^^V— /V-2-^/W^/V)-(l-^^/V-lH-^5^y— /V-2-^/Vy.^/V- 

([4-[^/^^^^/v-(4-[[(iH--r^^v— ^-2--r/k^/k)-(i-7^/v-iH--r^v 

(2-[[(l-^7/V^dr^^/V-lH— f^^y— /V-2-^;V^;V)-{4,-\KA-^n\f;VT^/- 
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2-[(4-v > 7°nt°/VT5:/-^^-/V)-(4-[[(lH--f5^' N y--/V-2-^/V^^/V)-(l-^^/V 

[14] (2-{2-[(4-{[(lH— l^yV— 7V-2-4/V^;V)-{l-^;V-m-4^7— ;V-2~4/V^ 

N-(4-{[(lH-^f^y— ;V-2-4/V^;V)-(X-^;V-m-4^J'— /V-2-^/V^^/V)- 
^-1,4-v^T^ 

5-^^^fcVkT^y-(2S)-[(4-{[(lH-^^^ N y— /W2-^/^^/^)-(l-^^/^-lH-^5^ 

yyvK 

5-^^°ntVVT^y-(2S)-[(4-{[(lH-^^yy— /V-2--f/M^-/V)-(l-^^-/V-lH--T5^ 
(2S)-v ? y°ntVVT$y-5-[(4-{[(lH-'f^^y— /V-2-^/V^^/V)-(l-^^7V-lH-^5:^ 
yyVK 

(2S)-v ? y°ntWT5y-5-[(4-{[(lH-^r^y— /V-2-^/^^/V)-(l-^^/V-lH-^5^ 
5-^^°ntVVT^/-(2R)-[(4-{[(lH-^5^y—/V-2-^/M^-/V)-(l-^^-/V-lH--f^^ 

y— /v-2-^/M^/v)-r^/]-^^/H--<^v ? /v)-^^-/v-T5y]-^^^^^^^/v^ 
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(2R)-v ? 7°nl:VVT5y-5-[(4-{[(lH-^5^y— /V-2-4/V^/V)-(\-^/V-m-^^ 
(2R)-^°nfcVVT5y-5-[(4-{[(lH-^5^y^/V-2-^/M^-/V)-(l-^^-/l--lH--r^y 
)-(i-p<^/v-iH-^^y— /V-2--f/V^^/V)-T^y]-y^/V}-^ ; n^7V)-@t^^^/V 

[(4-v ? y 0 ntvvT5y-y^/v)-^^/v-T5y]-(4-{[(iH-^5^y— /v-2— T/M^/v 

2-{[(4-v > y°nfcVvT5y-y^/v)-^^-/v-T^/]-^^/H-5-{[(iH— r^^y— /V-2--f 
/^^/v)-(i-^^/v-iH-^$^y-/v-2-^/^^-/v)-T^y]-^^/H-^,&#^^^ 

2-{[(4-v ? ^dtv^T^y-y r ^/v)-^^/v-T^y]-^^/H-5-{[(iH-/r^^y— /v-2--^ 
/k^^/kHi-^^/k-iH-^^^y— /v-2-^/^^/v)-r^y]-^^/H-^.i.#^, 

y Q 

17. ft^l^Ml^V^^^CfE^^^X^^^a^^^f^^tL^ 

18. ft^l7!;Ml4(DV^^^-fE«^b^X^^ma^^^l^$ti^ 
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